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Pi 




(V) 



^MMM (Symptomatic Gastroesophageal Reflux Disease (Symptomatic GERD) 
) , NU D> Wm. BMALT'J>^i, '/'jm-'i'Jy> (Zollinger- 
Ellison) &fH& f^#$^i±Ji«^k«ffiJliLO^|»ifet±t&«»J-C*)*W 

^12 ifi^^iM^a^^o 

1 4 ] 1 3 timom&m&to. wmummm^mim 

ittiftteaStifc. tl^^f^^v^ltMM (Symptomatic Gast 
roesophageal Reflux Disease (Symptomatic GERD)) , NUD> f?#5> ffMA L 
Tij>/<1, % /V>^-'i'Jy> (Zollinger-Ellison) 
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tt«0> -kM#k*Wt>%:^W&M.MM0. (Symptomatic Ga 

stroesophageal Reflux Disease (Symptomatic GERD)) . NUD, W&k IMA 
LT'J^'I, */'J>'^--*VV'/ (Zollinger-Ellison) II{^#> 

t>^v^l^3tj|fr^^ (Symptomatic Gastroesophageal Reflux Disease (Symptom 
aticGERD)) , NUD, S-Jg. fMALT'J^^E '/'J^t- -x'JW ( 
Zollinger-Ellison) WWiM0>t fcl±±»Mtetf ffiJlLOWS fe»±t&* 

MMMlfe (Symptomatic Gastroesophageal Reflux Disease (Symptomatic GERD) 
) „ NUD, ffffix |MALT'J>^E yj>yt--x'jy> (Zollinger- 
Ellison) mmm, ^mM^ttz^mM^mm^^mttzummM^mmt 
ztzvxnmim i ifim^b^%^^fflo 

mi** 2 3] m-^mimm^t^mttzit^r^t, ammtim.^ 

[0 0 0 1] 



miE# 2003-3057270 



2 0 0 3 -0 4 1 0 8 5 ^ ^-'^ I 7/ 

[0 0 0 2] 
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att, WWW6 1- 5 0 9 7 8-*»fc*M:h/CV** 0 -ft*t^9 4 / 
-)V*%1r2>tt&m (5 -pi h*v-2-[[ (4-* 5-v*^ 

-2-tfVv;v) -^f ;H^;v7 -f-jv] - 1 H-^vx^f ^ ffcfct 

^<Z>i£te#B!Ha5 4-1 4 1 7 8 h 7? *S-)V*^1r2>it 

-MK5-V7*tn^h*V-2-[[ (3, 4-y^^>-2-k , 'Jy» " 
-^f^]^;v7^JV]-iH-^X^^y-;v) 2fci±^:to#iP8 6 

1 - 2 2 0 7 9^H, -^7^7 , 7V-;^tt^>^tl (2- [ [ [4- " 

( 3 _^^^ti^y) - 3 -^^;v-2 -try v;v] ^JV?^- 
-ih-^>X^^v-;v) tf:Wtl±!|li¥l-6 2 7 0ffi:> 
-WL^xT-T-y^yy-^^lr^it^m (5-^h^v-2- [ [ (4-^h^r 

5-b] tf'jv^V) t^(±-eo^{i#PBBS6 3- 1 4 6 8 8 2 -^KfB^StLT 
[0 0 0 3] 
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. R ! Jl^HC^ «fe***TLTV*T*> *V\gfcft*3&afe*3Cf) (fiU D i 
is J: D 2 ##£*frg^-C* Bfc < ) £\ Y litM^tttv^ & £ v> 

C 3 3 stdi): 
Mb l 2 ] 
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C5] D b D 2 5& s -e-tt-rtL^^t^{±ai^ii^(mu D 1 ^j:o f D 2 
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C9] y^c i- 6 Mb7jc«*T^^>±iB c i ] fam^'fb^t fctt-eott 



i±w&m*m Lx^xi>x ^mt&mmt tzitm&mzG lt v>t * ^nistst 

X < , D b D 2 »4-etL^ttjSf##, BSRIB^ OJUK^f fcl±>N R i 
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. R 1 JiTkff 113% *|fe36«:^rL-CV^-rtiv^bic*36«r^-r) (lit. Di 
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Di, D 2 ti-ett-Ttt^^ a^MR^ fc*4>N R i (^4- 
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Mfcl 6] 
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Y-Dz-C-D^W— N— C— X 
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(2) 5£(v) : 



Hbi 8] 

-N 
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— N N (\ A 



v. .w 
I 

Di (V) 

f=X 2 

D 2 

! 

o 

a 2j -tie en famo>rb^£ tzit^<D^^^x^^mmm.mmo 

(Symptomatic Gas troesophageal Reflux Disease (Symptomatic GERD)) > NU 
D> 10> IMALT'J W-?®, ^J^-'i'JVV (Zollinger-Ellison 

) & j em> ww&&tizi±±uffifcwm&<o^w*iz&mmto)"?$>z±& ci 2 
ci 4] ±ib ci 3D mmvmmm.j&®, wmummmottmimmm, 

life. i&sfLttASt^ ^5ti^*#t)^v^^:jt«^ (Symptomatic Gastroesop 
hageal Reflux Disease (Symptomatic GERD)) . NUD. IMALT'JV 
A®. VV>'^t--x , JV> (Zollinger-Ellison) W^&#£fcfi 

%x$>%> z. t *mmLfzmmm®.j&Wb-mi-&mm®*^&&^? s> 0 
c 1 5 3 Ai)3;t^-^o'j i^m^j-e^^ JtiB c 1 2 ] ism^^^ 
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[i6) ±12 c 1 5 d zzmvmmw&®, R^mmmmMm^^) w * 
urn t tzmmmm.^ ^m-r &wma *&tr >*<> 

(1 7) JtlB Cl"3 IB^O'ffc^t ^li^OtmL-C^S, ?mki4?»s 
, 1^ Mtt^jti^^ ^jt^^^fe^v^BAit^^ (Symptomatic Gastroes 
ophageal Reflux Disease (Symptomatic GERD)) , NUD, f*g> SMALT U 
y /n°J3^ V 'J>^-'i , Jy> (Zol 1 inger-El 1 ison) * tz 

Cl 9) ±M Cl3 ffim^^k^^^li^^^^S^lft^^-^l - *- 

W'kMMMtfe (Symptomatic Gastroesophageal Reflux Disease (Symptomatic G 
ERD)) . NUD, mm, IMALT'J^I, >/ij>y> - -x'J V> (Zollin 
ger-Ellison) mm$, WWiM&t fzteJzUmfc^&fil.^®* fct±*&**tfeo 

C2 o) ±is CD fem^b^t^ii^^^^*^^ 1 ^^^^^ • 

C2 13 M4M£m;»> ff^ i^ttJcil^ ^m^^^^^v^^m^^ 

(Symptomatic Gastroesophageal Reflux Disease (Symptomatic GERD)) NU 
D,.l*g> IMALTT/^E >v>- • -^U V> (Zol 1 inger-El 1 ison 

±ia Ci3 ia«^'fk^%^ffflo 
C2 23 Mja/<^- • \£uvwmn*mtfz>tz*b(n±M?> ci3 sam<^ 

2 tz &Z otofffl o 
C2 33 ±IS Cl3 ism^k^t7t(i-e^t> tnim^J^^a^^-C 

[0 0 10] 
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Tv>T& «£v\^b*cf|g *^>H&. ^^^36, n-^ntf;i/^o#£ 

, 75 / ;^f;vr^> ^f^r^y, if^75y, yxf;v75;if 

OlfcStSU t 6 07^^^St^ / - tt^v> Lv-f t$ti/:7 5 

) , 75Ki ($IxJ£> *^A7 5 h\ 7*f75 K^C i_ 3 7y^7^ 

2, 2, 2-*y 7/l/*u.x.h*5^ 3 h^y^n^yif^f 
ii^^l6<Z)7;V3^yi) , tt7^v>yt^yS 

^i67;H-^i) . «7^*-^ (Mx.ifxf-;K yn;^v^vi^ 
^tt2^^L6W7^^;Vi) > y?n7;Wi (fll&tfS/^nynfcf 
;K v^u^;k y ^ n y o^f f 3 ^ L 8 ^) 

itl:5;^L6 07;V3 ;J fyi) . ^bni, ">7/i, tFo^fy^ 

*;^^y;H, W^^/^^i frA'S* ; 7«fe*->K "7° 

i|7;v*y^^^y* Mx.{f, *;v5^t^y;7Wt^y, ^e* 
-;vt^yif^tti^v^6<07;v^;i'-*^^t^yi) > i&^T 
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;K t7f;Hf^fi6^^Ll 4©7'J-;H) , 7'J-;Vi^rvi (00 
^>7^f^^'A 1 7 f 'f ;Vt 0^f|[6 L 1 4 07 'J - 

1 6 ^7;v^;vi^y -f t^v> ti?-t i$*tt* jv/^^f ) « 
xf;k7?y, yxfjv7^if^tlti^v>t607;^;vit ; e 

;v _4_ ( 2 , 2, 2-h i ; , 7;v^-n^b^v) -2-tf 1 Jy>^U^ a 
[0 0 11] 

<7>e^prtg^s^i^v^t4'(io#^*^rbTv^T^ i <. m.m&tLxi* 

LTv>Tfc *v\&flafc** n -7*aejVifO 
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y\ /.f-;vT*y\ yVf^T^y, xf;v7^/s yifJi'T ^ySf^Ki 

5Ki (Mill *;VAT^K> 7-k h T 5 i - 3 7*>^7 5 ) 

> f Hi^lTV>tUv«7^^^rvS (tfflx.^ ^^'>> X ^^A 

^^ryS (#Jx.{3T> ^fl'V^t^ xf l/^myfOCi-3 7^ 

6<or;v^^;vi) > il7;^x;vi (Mi(fxfx;K •/n^/HF/Hi*© 
v^nyf^ s^n^v^/K y ^ n v^O^f t3 8 Oy ^ n 

r;v^;vS) , ttr^ndf (Mx.(f> ^^>> xRyif«ti 

/Hk «7^y-f;H (0O*.«r, t^^;k ^ntf*- 

>K 7*f J ;vif ©Mt 1 6 «7;v^;v-*;^*x^i) „ mkTfrij; 

^^o^ifci^^6<^r;y^;v-^^^-;v^-^rv'^) , pMTfr^*^Jj)l< 
(^!lx.{f, ^Ry*^^JK xb^y*;v**x;K 7 p n* , *->#;v 
O^f i 1 6 <^)7^3 ^y - * ;v^x;v§) , 7 7;^W^v 
77;t/^;y (®!x.t£. ^Vy>t^y*JV^xjV|f «|7^f. 1 7W77 
;u*;v*^v-#;v**-;v^) . 7V-/HI (^Jx.(f> 7x-fl/, f-"7^;v^ 
^t6^<bl4<^7'J~^i) > 7V-Wv* (Mx.f?> 7x^;Vt^f 

, 7 1 ; -;v#;wi?~;i/**s/3l (fllx.«r. -^VM* ;v**~> 
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>yi (laix-if, 73 y ; ^^;vr^^> ^f^r^y, ^;vr^y> ^ 

[0 0 12] 

, l,2,3-tW77-^ l,-2,4-tW7/-;K 1,3,4-** 
t^77-^ 77f>, 1,2,3-^7^77-^ 1 , 2, 4 - f 7v 7 V— 
;K 1.3,4-f7^77-K i,2,3->'J77-JK 1,2, 4- hi) 77 
-Kff7V-iK lfy^A VfV^vV, ey^'^V, ^V'A hV7v 

ftttmc 1 ^v^t4Ml-Cv^ ! (>iv^ 

*§&WK&^X, Xi> X 2 {i-e-tL-rtt^H^t^ti^^^^i-o Xi 
is J: tTX 2 t & ^W^itl^ft tv> 0 
[0 0 13] 
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[ft 19] 

$l#cRft7Kf»J w i > w 2 Xtf $ fr£ r— tifiO«IW£ft7k#gJ L 

o 

[0 0 14] 

zs£-c^£*u> resist Lx\<>xi> x ^mt^mn] <r> rmtTtmm t 

v^n^y^^. v^n^-^^V, \£*/?u [2. 2. 1] >&£TfT 9* 

-?y? y*$<V C 3 - i o ~> * n ~?frlJ £ *t£o 
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[0 0 15] 

40 L< iil ftv*L4l@> $f>i:pi<ttl^L2i) ^-fr. 5-12 

. e7 7*-;K 1,2,3-^^777*-^ 1,2,4-Wy77-;K 1. 
,3,4-t^^77-;K 7 7f>, l,2,3-f7^7V-;K 1,2,4- 
f7^77-;V, l,3,4-f7y77-;K 1, 2, 3-h'J7V-;V, 1,2, 

V, h V 7^^ 5 &<^L 6M<7)7f#^#^*m^ 5 WbtL^, 0 

^>'/ft7x>, ^7^7ft7x7, -f>K-;K ^;r/F-;K 1H 
-^>/v-;K ^>X^f 5 ^7^;k ^^v^^r-9-y*-;K i,2-^>v^ 
Vt^t7-;K ^>Vf 7V-JK 1.2-^>7*'fVf7V , -;v, 1H-^ 
>y*h'J77*-;K ^7rA 'f7^r/V7, v>7 'j 

7x;WA 7xyf7^A 7xt^>, 7x^ 
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f7>hW> 7^^h i ;> ? ^> 7xtbn>J^ >f b° 

dd ci,2-u tr^v^n u,5-_aJ ^f^r/d 

, 2 -_aJ e»j s»\ * *v C i , 5 -_aJ v>> >f5r/(l,2 -JaJ 
tf u * *v C i . 2 -_aJ ^ i , 2, 4 - h y rvn C4 , 3 

-_aJ e'Jy^A 1,2,4-f'JTyn C 4 , 3 -_b_D H s ';^>f<7)8~12 
[0 0 16] 

rw-?v, **-fe*>\ enyy>, fh5tKn75> 

^tf^v, f-a-'t/u* 1 ; r-t?^>, ^-^-fe/^v. 

f-jn;^ ^^-tr/^ ^7-t?/-*>\ 7V#>\ t*V*V, *f- 
V*>> fr/#>f03-8j» L< li5~6M) Ot^*&v*tt^*&*il 
(ff4t<tt*JB) ©#3!rW«*« (MW^tflt*) ftif#*»f fett*. 
£*L«bte, **V«fc$*LTVrC'feJ:<, 0ix.lJ2-t^V7-t*fy'^ 2-* 
^Vtfn';v>. 2-^-^rV tf^ , ;^>> 2-**V7H?>"<>\ 2-W77 
7J> N 2 -t+77 h7 t KD7rA 2-**Vf >?KKn^?'A 2-* 
^7f>7tFnft7x> > 2-^V^T>> 2 V fcf^ v 2- 

?-7«tf/^ 2-t*V77*'A 2-Jt-*V**V*>> 2-**Vft*> 
, 2 -^^rV^^"9-V7>>> 2-t^Vf77*'/^Uv», 

[0 0 17] 
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[0 0 18] 

^^ICisv^-C. Di> D 2 ^ -ttL-fiv, B&SIK^ fl3tlK^Sfc 

■Z L < > D i «llT-"el) *K ^>oD 2 fcfiiNr8^-e&* 

[0 0 19] 

[0 0 2 0] 

JifBR. Ri> YT^$K^> rgmX^^tT^T^ iv^b7fc^*J <0 1"$: 

ftZ Ktt^ttl^Ll 6 IS. L<liRf^l&^L61@<7)fcO 
;v ^- =. r * ;v|fe, T y - <£ r y - * 7 ;v * v^f> tt^> 0 

Ci- 6 7M^If«^tL^ 0 Ric^-cHS^r;^;^ 
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N ^n^v^;^ 1 -7"n e - C 2 - 6 T;v*~;i^«mffi $ *i& 

o 

y^n^nliX v-*n:/^;K i/^u^y^-)V^ y^DA^y;K 9 s9u^-f 
z/?u*??-)V^ \£z/?u [2. 2. 1] ~fr&ZXfT ywf-fr 

W 3 - i o v^aTJV^;Hf «^li^o 

v^n^^x-JK v^n^-^f- — ;K lfv>n [2. 2. 1] ^7* b - 5 -^ 
>-2-^;vfoC3 - i o uTfl/^-frWM-FViMZfo&o 

7=--;Vi^-;Vi3 ilFlfv^n [2. 2. 1] A^>-5-x>-2-^f^>f ^ 
f^^C4-9'>^nr ;v^r^;i/7;K^f«ffl £ *l& 0 

j&>-efc> Mii^ C 6 - i 4 T U -/I/- C i _ 6 T)V*)V&-hm* t < > Mx-ii" 
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[0 0 2 1] 

7>;|, ft*. **. 3**30 > vt;s, tp^->i> 

r;i/^r;v* (Witf, ;*f-;K j^;k ^nvf;w >fy7ne/K T^/K -f v 
sec-^;K tert-7?->K 1 -^)V7°u\S)\,&£U?^ 

^v|OCi-6T;^;K ^nn^fK v^nn^f-;K Hi^nn^f 

;K 2,2,2-f l J7A'*Dxf^, ^>^7^*nxf/l/ > 3,3,3-H;"7 
Hn/n^, 4,4 ( 4-h'J7JVtD7'f;K 5, 5, 5 - hV7JVtn^> 
6, 6, 6- h V 7^tnA^y^fo^/-, v-£ fct± h y -ad^; 
-c ; i- 6 t^«) > t^rvi, 7v^S> -r^y*. t;v*v>v>* 
(Mx.il *^v>s?**'>, xfv>mvf<oci-3mw> 

N >fv^n#*'>, T'f^y, ^fvT'b^y, ^v^-;v*^->, ^y^t^ry 

f©Ci-67;V3^fyif) . /M3$*V<ffcS*i/rv»-Ci> ivW^n^fyi 
(f&IxJ£> ^nn^W^ry, ^nn^fWA f'j^nn^W* 
7;vtn^f ji/t^r^ v-7;v^n^^;v^-^v. >V7Wn^fW 
2-7'n€xf;vt + ^ 2 , 2 , 2 - h V 7 )V*u^)V**i/^ i> * 1 

Hnxf;vt^y, 3, 3, 3 - h U 7;vtD7"o^^^ 4,4,4-H; 

7;vtnWt^y> 5, 5, 5-HJ7;i/tn^>W^ry, 6,6,6-1* 

;vn^fyS^) N «T^^;v^^* (Will *Wf-*> ^/U*-*, "7'n 
^y;vftf«Ci-6 7;^^ftif) > «r;v*y-f 

*;K;vt^y;7-fefW^ 7nk't^i + y> >v**~>> 4v 

ffiSE# 2003-3057270 




0" 
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->5&;i/**~;W 7f^r'>*W-^C 1-6 7^3^y-^jWf-;Hf) 

;k xw;v77 ; e^;i'f<?) ; e/-Ci-6 7;^^x;v77 ; e'f;v*f) ^ 
^-M7^^r^^7 7 ; e^;vS (^Jx{i\ y7f;^;v77^^ v^f 
jvx;V7 7^-f ;vf^v - C i - 6 7JV^J^;V7 7^^ jvif) > 7'J-^ 
;V7t^-0« (Wx.^ 7ix;i/^jV7 7 ; e^;K t7W^7 7^'f^f 
«C6-ioT'J-^^77^;H^) . TV-ZHf («Kf> 7xXJK 
t7f;^C6-ioT'J-^if) , 7'J-^ + '>* (#!lx.f£, 7x^JV 
t7f;i/f^yfOC6-io7 1 i-^^^^) > 7'J-^fti 

t 

^) . T';-;v^;i/#-;^ (Mx.^ ^> ;K t7f^;i/f^C6-i o 
t7f^^^yfwC6-i -A'- 

_ 6 7;^Jv-*^^75/st) , g^^L-c^-ck £v^;w^-r 

($lxJ£> ^-CONR 2 R3 (5£*K R.2i3i^R3l^^*^ 
^*^-t"o tfc. S-CONR2R3^ v ^ R 2 £R 3 
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(^Jx.tf. ^-NR 2 R3 (5£*> R2^i^R3**^iB fc ra***^ 

*3&fcLTt> iv> 0 ) -e^Stt^S) , tH^ttv^'biv^v^ K* ( 
^Jx.ii\ ^-NHCONR 2 R 3 R 2 ^i^R3ii|tEtl^ti^t 
o Sfc^ ^-NHCONR 2 R3K^t, R 2 tR 3 «it^tfJI?t t 

*t5Ki (#Jx.if> ^-NR 2 COR 3 R 2 *5^^R3^tBt|l^ 

,S;-NR 2 S0 2 R3 R2^^^R3tt"ifSBfcra*«l*^i") 

mm tvxn, mx.n. mkr^^m mz.it t?-)^ if^, yn^>* 

^n/^v^if 6 (D7;v^i;vi) > y^DTJ^iVi (flOx. 

t3^UOy?n7Wi) , y^nr;^-;H (01 A. I* n:/-r-;i/ 
„ v^n^>x-;W v^ri^^r«fe^;Hfe^0^^c3 36^ 8©^n7H- 
/Hfe) . i/^n7^7MiH (f!lilfy^n-/nif;V^f;K v^n^f 

Oy^n7M;V-Ml^'5)6^7^;Vi) > y^n7H^7^JV 

;Hf ^Rtt3*f) 8 wy7n7;v^--^-»H^ 6^7;^;vS 

R 2 is<tiy f R3T^$tL^ msi*4:^rtTv»r«> &^mm&\ r«*» 
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*J fcLTii, t'V^K fn'Jy^JK fcT^yy-ZK 2-* 

j3 J: trSBWRnp* fe^t* tut 1 ~ 2 I^Afnjgf 1 ~ 4 1@Sr#3r1-& . 5-1 

Sc3^f>8^v^n7Wi) > fl&RT/l' 3 (0Jx.WT> > h^v. J. h 
^ryif^ftl^5)6 07;V3^yI) . -hni, y7^i, 

-fe^-;K ^net-^ 7f J oRIt 1 6 W7;^JV-*^*-^ 

ynn s t^;vt^yi^itH^ 6©r^;v-*;v^^t^yi) > 

;K ^n*^y*;v^)Vi^||l^y^7J^^y-»^^^i) 
„ 77;^^t^y*;v^^ (#iJxJi\ )Vggf(D&m 

-;K ^7^;«^<^Sfic6^<c> l 4^7'J-;vi) > 7'J-mvi (ffl 

7iiH^ t7f;^^yif^fl6^f ) l 4©7'J-iVt^ 

6^f>14^7';-^-*^^^l) . 7'J-^*^-^t^r">I (011 
, ^/V>f;vt^y, t7h^^^yif^il[6*ibl4^7'J-^-* 
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R 2 t R 3 «it^.if 11^ t ^ ^ Mt^tt Lti±, Milt Vfn'J 
x h 9 KD -f V * y y v^Wjfetf 5> *l& o 

[0 0 2 2] 

&<h*>ll@ (#IKlilftv>t4fl, Sfei:flF4L<Hl4v»t2fl) ^tf 
[0 0 2 3] 

*-9-vy;K ^ vjt-^vy *-rvy/K -Yv^rvy;w >f$*vy/K 
e^vy/K i,2,3-tW77'JK 1,2,4-mwj^ 1, 

3(4 _ t ^7Vij;K 7 5f^K 1,2,4 
-f7y7 , /'J^, l,3,4-f7^77'J;K 1, 2, 3-f'J7V*'^K 1, 

2 1 4 _ ]. i) ryij ;k tf7 ;v> y $»k try ^v-^k try * v-^ 
. t??v^;w b v 7^^;vf ^ 5 ^ v> 1 6 iwf f M^f f t*Wtf 
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->f ;k ^>X^f 5 ^/y ;k ^yV^^VD ;K 1,2 — ^> 

vtHyjiK ^>7f 7yj;K u-^W'fvfTV 1 ;^ ih-^ 

7^y-;K t7fV^ t"';-;K y-r V v^K 

;K fr^l-^K 7xtb'J^> 7xtfn»j.-^ >r>K';^-;K 
\£uu C 1 , 2 — JO fcf9Vn [1,5-i] fcf'J^K >f 5 *V 

C 1 . 2 -jj tf V 5?>K 4 * ?V [1,5 -_aj if V s^K -f ^ *V (1.2- 
_hJ tfv ^v-;k -f 5 *V C l , 2 -_aJ ^ v-;k l,2,4-fV77 
n [4, 3-jl] b°i;v;K 1,2,4-h'jr/n (4,3-Jl] t? 1 ; 
<7)8~1 2JtO^#^^*fc5RSt* (ffiKli, tfHBLfc5fcv*L6A«>## 

[0 0 2 4] 

T-tf^-v*— /K — ;k — ;v> i?ny$?— /k -r h 9 1: K07 »; ;v 

t7*-;K f7y 5 *-;^3~8I (ft L<li5~6I) o«&*n**v>»4 

^«fD (0*L<{4^fo) ^w^mmmmm mm&mmm %¥&mfb 

^ 2-**VT4?>*-/K 
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nt??.-;K 2-a-*v*-*9-/K 2-*^y^-r-;w 2-t^rV^9^ 

2-^-^V^T^^^ 2-t*y7V*-^> 

;k 2-**y^*#-;K 2-**y*3MJ-y**-/K 2-t^vfr/*- 

[0 0 2 5] 

jjf^rfCv^Tfe J:wRSUfcfc UTli, fllx.^ husBR. R 1 . YTjf3*l* TS 

o 

[0 0 2 6] 

mst^j fc^^ rmm*j k & it & %%&^m%itm s mf btiz> 0 
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o'jy>, e^;v>\ ^^ti^i; v>^) . ^f&fn^ssm t>7 

nt';K ^fy^ntlK >fv:/*-/K sec-T^JK tert-^;v> ^ 

[0 0 2 7] 
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[0 0 2 8] 

*5$;WK&WZ> n&JSRRI^^J tttit T;v* V&JR>f * > (Will N 
a+, K + > Li+ Cs+&£*) #^f£>*u ^^Na+«L^ 0 
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[0 0 2 9] 

h i;jc^;l/T^ >\ e^^v ? >> fc?nvj>?>\ fc^VS^ 2-7i-^xf^ 

tta ^>^rrA x^/-;vrrA ^i^y-^rtv, 

[0 0 3 0] 

ik&yo(.i)<oM.mnMti,'a±, mm* Mmmm. wx.&> 

> &ibfcmm&, v^mm) . mmwm («*.wr, vvy^uwm 

tfBKflk ?Lm^> ;* * p- 

> 0. 57XfD%~5. 07}t*DW^f fbtt^o i<on^ 0. 5*ffiW, 1. 0 

tM», i. 57fcfn^> 2. o^BranfrtLv^ 

[0 0 3 1] 

x.>t->**~?-Wmm (e. e. ) W(>«IU, ±DfflU<tt9 9%Ja 
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[ft2 i] 



N O 



( B [ W N= 




I 

...w 

D, 



? 2 

tt*m^temmtmi»M*7F-f: -emt> (r) w^^, 

2- [ [ (R) -2- [ [ [3-^^-4- (2, 2, 2->V7;V 

2- [ [ (R) -2- [ [ [3-^^-4- (2, 2, 2->V7;V 

2- [ [ (R) -2- [ [ [3->^-4- (2, 2, 2-b'J7;V 

- K 

2- j>?-/U [ [ (R) -2- [ [ [3-^f-;V-4- (2, 2, 2-h'J-7)I/ 

2- |>^;v [ [2- [ [ [3-^^;v-4- (2, 2, 2-b';-7;v^n^h 
_ 2 -kfi;v;v] x;i/7^-^] - 1 K-^i/Xj < 
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2- [ [ (R) -2- [ [ [3^^^;v-4- (2, 2, 2-h'; , 7;v 

2- [ [ (R) -2- [ [ [3-^f-;v-4- (2, 2, 2-h'n;v 

^-njn>iir^) - 2 -fc: 0, j v^v] /^v] X;V7^f^;V] -lH-^>X-f5^ 

1-4 /U] #;Vsj?-;i/| 75/] 
2- Of-;v [ [ (R) -2- [ [ [3-*^;v-4- (2, 2, 2-f'J7;V 

>/_ ;V ,_ ! 7 5/] .x-^/U 3, 4 -i?7;V^n^> 7*x 

2- [/^;v [ [ (r) -2- [ [ [3-^^-;v-4- (2, 2, 2-h;^ 

T5/] X^;V 4 ~ h 'J 7^t U ^ > ^'>^ 

2- 0?-;v [ [ (R) -2- [ [ [3-^;v-4- (2, 2, 2-h , ; , 7^ 
tnxb^y) -2-tf 1 ;^;^] /^;k1 ki^v 4 =-iv\ - 1 h-^>X4 5 ? 

V~)V- 1-4 )V] jtj)V#—)V\ 7 5/] J-^v 4-7;vtn^>7 , x~> > 
2- [/^;v [ [ (R) -2- [ [ [3-/^-4- (2, 2, 2-h';7;u 

^-naih^rv) -2-e i ;v;H /^;V] X;V7-f~;i/] -1H-^>X^5/ 
V*-;V-1-^;V] #;V^~;i/]. 7 5/] -X-^;i/ 3, 4, 

2- [ [ (R) -2- [ [ [3-/^v-4- (2, 2, 2-h i ;-7;v 

tnx^i/) -2— tf 1 ;^] /^] 7s)\sy4—)V\ -iH-^>X-f 
y*-;v- 1 -4^] #;V5j?— ;v] 75/] 2 -n 0, j y>*;v^vV^ 

K 

2- [ [ (R) -2- [ [ [3-/^-4- (2, 2, 2-b'J7;V 

v*-;v- l -4;v] ;v] 75/] x^-;v / h ^r~>7-t-r~ K 

2- |>?-;V [ [ (R) -2- [ [ [3-*^;V-4- (2, 2, 2- 
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h "7;v^na^ b^v) y^;v] -lH-^> 

4y~?u\£ju 2- |>f-;v [ [ (R) -2- [ [ [3-^;v-4- (2, 2 
-^>X-f ^ yv-fr- 1 -'OKI ^] r^y] 

>fV^n^ 2- [^^;v [ [2- [ [ [3-*^;l/-4- (2, 2, 2-b 

<f < ;v- 1 — f ;v] * ;v] t ^ y ] * - - > ^ 

2- |>^;V [ [ (R) -2- [ [ [3-^f^-4- (2, 2, 2 

-hi;7;^nxb^i/) -2-fcfD v^K] y?-;v] ^;v7^;v] -1H-^ 

2- [ [ (R) -2- [ [ [3-^f^-4- (2, 2, 

2 -y >^r^xf;l/ 2 - [ [ (R) ~2- [ [ [3 4- ( 

2, 2, 2 - h V y)V0rux- Y**s) - 2 - V v^K] Jif-A'] x;i/7-fx;i/] 
_ x H _^>x^ ^ y^S-fr- 1 -^f;v] *;v^-;v] T^y] 
K 

2- [ [ (R) -2 - [ [ [3-^^;V~4- (2, 2, 

V-;v-l-^f;v] ft^**-^] T^y] x.^;v T-feT—K 

2 - [^yyntf;v [ [ (R) -2- [ [ [3-^^-4- (2, 2, 2-> 

/f^v^v-i-^;v] #;v?k-;i/] r^y] 7-fe-r- K 

x.^;v 2- [^7 7nt> [ [ (R) -2- [ [ [3-^^-4- (2, 2 
, 2-f'J7;VtnxKy) >^f^] xfryj-jv] -1H 

-s<>X4 $ 1 ->f r^y] x.^;v ^-^-h 
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2 _ [v^n^^r->;V C [ (R) -2- [ [ [3-^^-4- (2, 2, 2- 

fij7J^nx>^y) -2-tfV^;v] /^jv] x;v-7-r-;v] - lH-^> 

X'f 5 rV-)\y- 1 ->f ^] 7 5/] *.*f-fr 7-fe-r-K 

2- [^n^*^ [ [ (R) -2- [ [ [3-^^-4- (2, 2, 2- 

hV7;vtoxh^»' -2-t? 1 ;^^] /?-;v] *;V7-f-;v] - 1 H-^> 

X>f 5 y*f—fr- l ->f/i/] 75/] 

K 

2- [ [ [ (R) -2- [ [ [3-^^-4- (2, 2, 2-h'J7>*nx 
-2-tf';>?;v] z^] ?>)V7 4 -lH-^vX^f^r/-^ 
-l-^f;v] #;v#~;v] (7x-^) 75/] 7-fe-r-K 
2- [ [ [2- [ [ [3-^;V-4- (2, 2, 2-hV7A'*nih*'» 

;v] */i/:j?~>i/] (7x-;v) 75/3 -x*-/u 7^f - K 

t e r t-^fA/ [2 - [ [ (R) -2 - [ [ [3 4- ( 

2, 2, 2-h';7^tnxh^fv) -2-ifV^;i/] /-f-;v] *;V7>f-;i/] 

] /?-;v #-sj?*- K 

2- [/^;V [ [ (R) -2- [ [ [3-/^-4- (2, 2, 2->'J7^ 
*U3-Y*cZ/) -2 - X)V7 4~)V\ - 1 H-'OX'f 5 ? 

V-;v-l-^;v] 75/H>y> 7-tr-r-K 

2- [ [2- (T-fe*-/M-*V) ^f-^] [ t (R) -2- [ [ [3-^f-^- 
4- (2, 2, 2- h V "TJV^n^l^vO -2-f'J^] 4 

-iH-^^5r/-^-l—f^] #;V**~;V] 75/] 
7-bf-hs 

[ (2S) -1- [ [ (R) -2- [ [ [3-/f-;V-4- (2, 2, 2 - h 'J 

y^^u^y^-'y) -2-tf;^;v] /^;KI ~;v] -iH-^>X>f 

^ ^ v *_ ;l/ _ i - 2 - tin y S>~;V] / ?-)V 7-fex- h 
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[/?-;v [ [ (R) -2- [ [ [3-*^-4- (2, 2, 2-H; 

fJV] 3&;v^-;v] 7 5/] T-te7— K 
2 - [ [ [5-/ [ [ (4-/ 5-S>**-*-2-e 

U^;v) /^;v] ^;V7^-^] - l H-^>^ 5 y'/-^- l ->f ^] 
*--;v] (/^;v) 75/] ^yy^-K 

3- [/^V [ [ (R) "2- [ [ [3-*?-;V-4- (2, 2, 2-h^7;V 

^-nj-b^v) -2-tT 1 ;^^] ^^-^] >v] - 1 H-^oX^f 5 V 

i a/M?— 75/] */ntf;v ^>y*i-K 
2- [>^;v [ [2- [ [ [3-/^-4- (2, 2, 2-b'J7;Vtnxh 
- 2 -tfi; ^^^-f-^] -iH-^>x^5r/-;v- 

T^y] y-^t Kn tl 7 V" 4 ^ 

K 

2- [*J-)V [ [2- [ [ [3 4- (2, 2, 2-h i ;-7;V 

tnx^y) -2-t? 1 ; >>;v] /f-;v] ^^7-f-;v] -lH-^>X>f5^ 

2- [ [ (S) -2- [ [ [3-^^-4- (2, 2, 2- 

htj7^nxb*i/) -2-tf 1 ;^^] /^v] x;v7-f-;v] - 1 H-^> 

X-f 5 ^V*- )V] iJ )V] 7^7] iJ - - h > 

x.*f-fr 2- [ [ [5-/ [ [ (4-* h^rv-3, 5 — 5?* *->U 

_ 2 -ey ^/v] x;v-7^;v] [4, 5-b] tfV 

-jy-i — f ;v] #;v**-;v] 75/] 

2- [ [ [5-* b*V-2- [ [ (4-/ 5 2 -fcf 

VV)V) **f-)V\ -lH-f [4, 5-b] fcf'J v>- 1 

->f;v] #;v**-;v] (/f-;v) 75/] 7-fex- 

2- [ [ [5-/ h*->-2- [ [ (4- / 5-V^^-2-e 
ijy» **f-$S\ X)Vyj-)V\ -lH--f5^V [4, 5-b] eyS^-l 
-^;v] #;i/#-;v] (7x-;v) 7 5/] *-*f-)v 7-fex-K 
4- |>^;v [ [ (R) -2- [ [ [3-/^;v-4- (2, 2, 2-h , ; > 7;v 
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^n^h*^) -2-tf 1 J> ? ^] 7^;v] x;V7-f— ji/j - 1 H-'OX'f 5 ? 

^/-.fl,- i ->f ;]/] 75 7] T^/l" T"teT"-K 

4- [7iHV [ [ (R) -2- [ [ [3-7?-;V-4- (2, 2, 2- 

pj7;i/tnxh^» -2-e'jv>] 7^;i/J x;V7 >r ~^] -lH-^v 
X^f 5 yv—ti'— 1 -4 ^ #;1/jJ€~;i/J 75/] 7?-;v K 
x*-* 3- [7?-;V [ [ (R) -2- [ [ 13 4- (2, 2, 2- 

fV7;vtnxh^y) -2-n"Vv f ;v] 7?-;i/] x;V7>f~;v] - 1 H-^> 
x>f ^ 1 — r ;v] * ;v**-;v] 75 7] -7°n * - b . 

3- [7^;v [ [ (R) -2- [ [ [3-^;v-4- (2, 2, 2-h;-7;v 

tnxf^y) -2-fc? 1 ; 7^;v] 7,;V7^-;v] - 1 H-^>X^ 5 ^ 
y-;^-!-^;^] ;V] 75 7] 7nt?JV T-tf-b> 

3- [7^;V [ [ (R) -2 - [ [ [3 4- (2, 2, 2-hV7)V 
^■uj-Y^-y) -2-t? 1 ; >W 7?-;v] X;V7^-^] - 1 H-^>X^ 5 V 
y^V-!-^] #;v,-K-;l/J 75 7] 7n;r/-l, 2->M;v v^-fex 

-K 

v>jr.?-;v 3- [7^;V [ [ (R) -2- [ [ [3-^;V—4- (2, 2, 2 
-p;7;vtnx^y) -2-tfVv;v] 7?-;i/] x^-rx^v] -1H-^ 
>X-T5^V^;V-l--f^] #;V^;i/J 75 7] 7n;ry-l, 2-V4)V 

2 - [ [ [5-7 h*v-2 - [ [ (4-7 h^>-3, 5 - V7 2 - 1? 

i;v?;w) 7f-;v] ^;V7^^;v] -lH-^f^r/ [4, 5-b] ev^v-l 
--f;v] (7^-;v) 75 7] 

2 _ [ [2- [ [ [3-7^-4- (2, 2, 2 - h V 7 nai h 

-2-tf'jv^i/J 7^;v] x;K7-r -;i/] -lH-^/xV^r/-^- 
l-^T;v] #;w-j?~;i/] 7 5 7] K 

2 _ > xh^>'ji^-;u 2- [7^-;V [ [ (R) -2- [ [ [3-7^-4- ( 
2, 2, 2->'J7;vtnxhJfy) -2-fc?ijv;KI 7^;H 4 ~;v] 

_ ! H _^^X-< 5 ^/—/l/— 1 ■— >f;V] /U] 7 5 7] * — # 

* — K 
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y*z/-7u\£)l> 2— [ [ (R) — 2— [ [ [3-^^-4- 

(2, 2, 2 - h y 7JVtnxf^y) - 2 - 1: ^^7-f-;V 

2 - [ [ (R) -2- [ [ [3-^;V-4- (2, 2, 2 - b U 7;V 

S-[2- [ [ (R) -2- [ [ [3-^A—4- (2, 2, 2-b 

[0 0 3 2] 

(Tf&A) 

4fc^ (III) *tz\t%<Dm.h^ ft&m (IV) tfctt^O&fcfc^O^flET 
, vM±^^T-e^^-^^> -H:io (I) £ 7tte^-<om£#& d 
t^-eiSo ik&m (in) (iv) (D^tLxa, ±mt&®(i)<7> 

m.tmWivi&tfmfbtL&o mx.&, mmm mm. mm, 
*mtm> v>msL*) > mmmm. wz.&. h'^^n^ a 

[0 0 3 3] 
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[ft 2 2] 

\ / 7\ Y-D a -C-D,-W-N-C-X (IV) r V^-^ \ /a\ 

an) { x u) 

1 " I 

|==x 2 

Y 

[0 0 3 4] 

xr;H 3rm^-^K If*=-f->>K S£@f7*^-;v3£) . ^n^Wkftft 

( 2-y7nnxr/|) . fcAtimm Will n-^^V. ^V«if> % b 
;vx>f) „ T^.K® (^9x.ii\ *;VAT5 h\ N,N-^W^A75 K 

. N,N-v^^-;vT-fehT^ K^) ^-^h^li (#1*.^ r-th>> 

^;v-7- > p« v Y , -PJ jus r-bf-f'J 

ft^aiDS^ti^-^l^^^LTx $§# 2 ~ 1 0 .0 «M\ 
[0 0 3 5] 

*&A<DEU&K. M0lC~10 0t;, »*L<«±-2 0^-8 O'COia&flffl 

jj&Anffl&ftWteib&b (in) > (iv) *fett-t*Lfewa^j:tr»»o« 
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2003-041085 ^ v I 42/ 



^AottifefcLTtt, «x.ij, mmmm m*.&, ^t>v>A, ^m* 

j^vt^v. b'^nt?^rrA b^f^rr/, y^nA^yjv^^f 
;vrrA tfi;v>. ;i^>>>\ r - 3 ^^ n.n-^^v-t- 1 ; n 

-^f^^'Jy'A N-^f;l/k?n'J^V, N-^/we/M^; 4-v^ 

ifeiimit^^u, iiHro. o i-=e;v~i o-^k ^Uin^v 

[0 0 3 6] 

(III) 4fet±«€-0*t±, #MHB6 1-5 0 9 7 8-^&$U USP4, 
6 2 8, 0 9 8^^|Bm^&t^{i-tL^lctiC^^^J:^m^$tL^>o 
lb£i^ (IV) ttz\±Z<Dm&, nft^'<D-j3&XI* J ttl'tet$rf i^feti^T 

D77A r-bh-b';;K ^nn^r^) 5£ (VI) : 
Mb 2 3] 

X 2 R 
II i I, 
Y— D 2 — C— D^W — NH (VI) 

v^ffl^ifcCi^*i^t?S-5o Jb^v^i, Ib^tf (VI) 

'»>bf 'f y 9 ^ ^ a.— -{r — V3 >X (Synthetic C omm 
unications) #1 1 8 8 71 (1 9 8 730 

fcfc-ei&o <b^% (vi) otiLt^ 0Ux.t£, &$im& (0!!x.tf> 

aora. v>ra«» * *wra >v7*t 
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[0 0 3 7] 

iiw^j^m^Jt LTti, jit 

h ij jc^-;VT^ >x > 1; 7°nH 0 ;VT^>, h'J^f^Tr/, y^nA^yjl'y 
^;V7$>> tfVv>> )l/fy % A r -=njy>, N,N— ^^^;VT-y > 

^w^f'jyyf) m^mfhti&o 

[0 0 3 8] 

«\ gjsgfck?-/K f>7tKn77^ '^nn^TA N,N A"** 
K$0 <K ^ (VII) : 
Mfe2 4] 

r? 

H-D^W— N-R 4 (VII) 

z>) "?&t>2tL&fo&tott:\±*<oiM.£> sS: (viii) : 

[ft 2 5] 

X 2 
II 

Y-D2-C-OH (VIII) 

& 0 ik<g* (vii) ^tui±> «ictf, (w*-tf> «afttt 

, Aft*****, y>BHM0 , «MM*> f'J7^nSi 

au 3^*bhsu tw>wi, ynetm a 



ffilE#2 003-3057270 
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ILm^> limm. p - h;ioi>*;v*>M^) 

^DD^rA N,N-^fWA75 K*80 *K 5£ (IX 

) : 

[<b2 6] 

X 2 x- R 
II f I 
HO— C— W— N— R 4 (IX) 

Mt^^^^i^t^-^^^o (IX) <£>mtLT{i. 

&s$sm& mm. $mM. Mti&maL y > w^m^ ( 

[0 0 3 9] 

5£ (vii) . ft (ix) R 4 t?^$tL&iS«»fcL-ci4. ^Jxt^;v^;^ 

t e r t-^^^fr/M*-**. 
3k 7 ij ^ v # ;v ;v^k C7-io77;H^-*^^S (#JxJ£ 
^ > # ;V5j?~;v^0 , h y v> £> nz> 0 .r *l <77*(± l^v^L3 
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^-y: 45/ 



[0 0 4 0] 
[ft 2 7] 



^>yf'jr^/-^ ^m«tert-y^-;v, ^rfe->^n[2. 2. 2]* 

[0 0 4 1] 
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2 0 0 3- 



0 4 10 8 5 



^-y. 46/ 



R&ISIfflHU SI* 1 6 B#W, f$L<IU5^~lHWWo 
[0 0 4 2] 

^B^#-e^>^'fk^%(v)i±, m*-i2, -fb-fr*r(in)o#*>«?»wjaT03* ( 
x) : 

Mfc2 8] 

( B I > — S N=v 



RISK iot#5-i:^H 0 

^it^-ei^ : mmme 1-5097 8-3\ #0588 5 4-1 4 1 7 8 3-^ 

, #HPB6 1 -2 2 0 7 9^ #i¥l-6 2 7 0-f\ #HPS6 3- 1 4 6 8 8 
2-f-o 

[0 0 4 3] 

(«*.#, ^m^> «m&> nib^m^ y ^mm^) > ( 

$Jx.tf, Itm^> h^^nSit, a/^gafc. ^W>mi&. 
[0 0 4 4] 




M 



(X) 
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li B "C# tifcfo&lfO (I) £ l± *Ott»±«€- *> * *9> * Mtt^^r^-^i" £ i& 

<D^m, m?L\tW0 9 6/0 2 5 3 5 KfB*W>;fri^ 5 S:J!3i' v C £ v\> 

r#BUffiftS&l. t ttii, ^-fe^frfcjte^tStt*^® CMx.{i\ (+) - 

^yr^m, (-) -^>T*;vm, (+) (-) -im (+) - 

i-7x^wr/s (-.) -i-7xW7rA (-) - 

[0 0 4 5] 

ENANT I 0 — OVM (h-V-ttft) * /Stt^>f -fe^ttftCH I R 

mm) > t»I (flu ^*-9->. ^^n/v^v 

„ 7^rh-h'j;K F'J7J^ni|, ^xf;V7VA hU^^T^V^) 

, s 7t tt i *l h <d u^mm^mm l -owmh* * frmt z nmmif <b tt & 0 

fIJ£{i\ #\X*n-Tb ^7 7^-W, CP-Chirasi 1-DeX C 
[0 0 4 6] 

fflSE#2 00 3-3057270 



2 003-041085 ^ ^-v I 



r^ti/f7-oil^»ifi, &v*TSi#o5Mt^ Wilt ^us^^, * 

[3t¥x£&%mM] tLXl±, Mill MTPA C«-^h^rv-a- (H;-7 
;i,^n^^;v) 7^-;v^mD . (-) -* > h *Z/&MmoJb¥ffi&%mmWi 
; (lR-x^K) -2- (^nnn^fy) -1, 3, 3 - b 'J * <f-)V\£*s? 
n [2. 2. 1] ^7"^ V^^^&T^n^v^^WN^ K^rt^f <b 

[0 0 4 7] 

mmt \,xmmx$>2>o l^*>> wt^&fc*<ox\ mn&-$-~r2>mKmmm%\^ 
&mK : mmzth2><7>xwwims$> ^ w&mnmh Lxygmx$>& 0 

[0 0 4 8] 

v. ?*^\ -T^, ^-9-^ 7-;K *^*l£) K&v^T. (M 

^^.MM^. (Symptomatic Gastroesophageal Reflux Disease (Symptomatic GER 
D) ) ; N U D (Non Ulcer Dyspepsia) ; WM (4> * -V J 1 (DMitt 

&7fc\Z±Z>4^Z-xiy{*y- \ {3 (DMtki&Mfcftl Wm*^t?) ; SMALT 
(Mucosa-Associated Lymphoid Tissue) V >'*M. W > 9 J*- • V> (Z 
ollinger-Ellison) ^{Hf£ ; WMM^ W. YUXKt Z> %m&&) 
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[0 0 4 9] 
[0 0 5 0] 

%0£:fe<Dmo. 0 llf%~l 0 0fi*%-eab^>o mflt-tfAl*, 
;v-K felfi:iot^I^^>^ Witli, tfc»«ftiJfcL'C, filA (60kg 
) fc#U&nttfc&^1-*%£\ t»lft*fclTftO. 5-1 5 0 0mg/B. » 
JUlift5-l 5 0mg/B-c**o ^HW^fc^(I)t^ii-?-^«a{i> 1 B 
1 HI $ fc i± 2 - 3 HI £5WCi£# LX i> X v^ 0 

*§&w<Dmmw&yti<om&Km\<*t>ifixi> iv»isi¥Bewis*t*i#i: t 

. H5^WWtc*»t*JWKW> flHRStt. JE^SU JWWBU mSttil 

ui*»k m$iu sfci&au **rtso«now*fflv^it ^tu, 
m r«^»jj tLxit, wx.tf, Bm> D-w-h-;K x/»&/», 
a-^^-f, ata-t^n-*, wM***->r*> m-fk^-^ v^^f^tL* 

o 

^ l"rl*R#JJ fcLTIi* Mx.ll ^r7r/i7^y7A, a HUBHSBR.*- 
[0 0 5 1] 

£ r*S£*JJ tUil 0Ox.tf. tKn*v^ne^n-A, Kn^v 
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£p 2003-041085 ^ I 50/ 

^ HK^JJ £LTlt (1) *nx*°fcfF>. (2) ^n^^WD-^t 

^WJ^^-^tt^^^k (3) (M> 
^fb^ (80 tD > (4) j&g&j^fc Fn*v7 9 nH;M:^n--x (fiL «Mlt 

^ to so ^ (5) ^-z/^z-^-msmfhtt&o m i>nx#if k>j t 

Lt(i, ^'Jlf^^n'JKV (PVPP) > l-\£—fr-2-\*vWS 

JMWffcLTtt, 3'JK>CL (BASFttI) . ^'J^^K^XL (ISP 
*±$£) > ^'J^7^K>XL-10 (ISPlil) > ^jy7^F>INF-l 

o (i spttt) mx~&z>o 

[0 0 5 2] 

m r^ttt^T-J tLXit, Milt i^y-^^ttTjcvtttiS^ CMx. 
^ Kn^v^ntf;v-fe;i/n-x (£JlT\ H P C tmUi~& i i:**ab&) 
-b ;v n -^ff#:, #'y if c ;v t? n y K , * / - ;v>Fv#tt7jc^14^^^ 
[Milt tKn^rnewWA'n-^ (&T\ HPMCt f fii£i~ & £ 

ith'j-^A, ^'r-^A^] ^^f«btt^>o 

£ J: UV 4 tz \t ft )V v * A oMfiiit^f IffctiaoSfSLO*^*^* 
A £ J: xf/ 1 tz li * ;v ~> * A (D&m&mm&X &%> 0 $f,i:^l<»^'> 
9AO«Ufett*6«*-C**o SthVfAOiSttiftttk^tt, Mx.lt #t 
H?- > y *a, staK****- h y ^ a, >; y^fcst-^ h y * A4$a*w$>*La 0 
»*y^A<7>ja36tt*n»fitLTtt> Milt £tm#y*A. ^Btotafcay^A 

Wlff>tL^o ^v^^AO&^tei^mfcLTIt Mx.lt SKR^v 
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$r*~>*A, m^^^v^a, m<^^^v^A N 7jcmflr^*~>^^ 

j&t: Kn*;HM b [Mg 6 A 1 2 (OH) i 6 • CO 3 • 4H 2 03 ^i^Tfc 
[0 0 5 3] 

[0 0 5 4] " 

Mb^^-tf ty^frv vu^'HV >f ^MiStti ; Wx 

m mmm a-ci*, mx.&. mm&, ?^>mMmv> 

[0 0 5 5] 

m nfiwwoj tvx&, #ix.tf> 
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[0 0 5 6] 

tt r*fe*uj tuTti, «*.wr. «§*fe5-3\ ^ffl#fe2-t, ^fflw-fe2-^- 
^ r-aufcajj t'Lxit* t?*yvtbV9A, u 
% n&BfcfcflJ kutt, . #ix.if> >bo . tssm> 

[0 0 5 7] 

*»H<^fr&i&«du B^&^tfcKt^ mm. mm. 

[0 0 5 8] 

<Oi\L^m (I) * tz it <D&*W x. If P ep«3««ft« i: i" * ^r^> 0H x. if. 
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& o 

[0 0 5 9] 

CAP), Kn^ri/*/n if/i^f-zw-t/un — V— tKn^-y^f;v 

KEudragit) L3 0D-5 5 0§jp D p£; V-A*fc«) . ^'Jn-hMAE 
3 0DP (®p D B ^;BASFlil) , ^ o '^7KPA3 0 (i§ip n p£;H#<b&*±$£ 
) ^ ^ *;l/^v^f-^f^^n-x N -fe9 7 ^<97j<.^J!§^'l4ii5:£h : ? L 3S 
M ; > * V nsW&M&te mx.it, ^4 K7^7 h N E 3 0D (i8jp a p£) , 
K9^Fy b R L 3 0 D Ggjp a p£) , *>f hRS 3 OD (Sp^) ^ 

[0 0 6 0] 

_hia \mm\ tLxa, mx.it, 7km®.mT)vx-)v m, v;veb-;K 

v>~h-;K M7Gl5:$S»ft%> h->K M7n>^7^/- 

xnn-jn) , jfts-t^n-^ (#u, ^t?xKG soi, re-t 

;VPH 10 1, Ttf-fe^PH 10 2, Ttf-fe;VPH 3 0 1, Ttf-fe^PH 3 
0 2, TVf-bMC-5 9 1 OJg&^/l'tt-;* • ^o-^th'^A) ^) 
, ifMtFa^'/^nejHJVn-^ '(#!!, LH-2 2, LH-3 2, LH 

-23, lh-3 3 (mm^ (W) ) &£vztib<om&®m m s mf$>ti 
, $ h izm&m. mm, vmu «HR*k *fe*u ^^fc^J^ 

[0 0 6 1] 

& Rfeosteriaw tbrti, flat*, tn:m^J ja-^y 3/^^- • 

MttftU *fa&*>0»k ^^T-D-T K#JftlfcfiS*U (NSAID) ft^OttifefeW<js*^»f 
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30 , T^^VayK^lfS (flU ry^^^fy/; 75*y>f) . >f 
[0 0 6 2] 

^ r^r^n^^fc^J ^LTIt Wit It t7n^rfy^ yy'n^tyy 
[0 0 6 3] 

&To###!k HifeW^is^-c, gstt ^ji 5-3 or £ it err &o 

1 H — NMRlt Varian Gemini-20 0 t tzlZMe r c u r y 

ttSiiE# 2003-3057270 
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-3 0 0&fflv>T«!l5£U CDC 1 3, DMSO-d6> CD 3 OD?:»L 
Tfflv^ W?|Wrl7^fJky7 , /^^^^^y7h5 (ppm) 

s ! y>^I/7 b 

d : b 

t : h'JT'Vyh 

q : iDVv-y Y 

m : y h 

br'.yn-K 

bs : ^n- K^V/U? h 

bm : 7*n- F^;v?-:/W h 

J : fc^TEit 

[0 0 6 4] 

1 

[ft2 9] 

CH, 



^0H 



HaC^I T 
3 CH 3 0 

2 - 1: Kn^yxf ;v (^^;v) *JWU>Ktert-W 

2- (^;vr^y) (3 0. o 4 g) tmk^^ (9 0mL) o 

«#!»^*^T> -R^v- t e r t (8 7. 3 0 g) fclMfcx.*"*' ( 

1 OmL) Ofi^liiTLfc. M-C2l*IliaHW, «EE«bieb^o 

@f#OL?-;v (1 5 OmL) fciMU 7jt (1 0 OmL) -e«fc^> *B*flfcafc*^ 

^y^tgjlL/io «EE««SU mffl-fk^ (6 6. 1 9 g) **tei*R»fc 

1H-NMR (CDC 1 3 ) II. 47 (9H, s), 2. 92 (3H, s), 
3. 40 (2H, t, J = 5. 1Hz) , 3. 7 2-3. 8 0 (2H, m) . 
[0 0 6 5] 
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2 

Hfc3 0] 




CH. 



HCI 



2- T-fer-httlEfi 

2 _ (^f;l/7^y) (1. 5 0 g) ^H*^^ (2 0mL) tf>M 

&to\zimT^ HfitmiS- t e r t -~7*f-)V (4. 3 7 g) SriSinLfco ?K<£T 
v 1..5iHm &7K»Bfc(2. 0 8mLk eyS» (1. 7 8mL) , 4 

-^f^r5/^y> (0. 12 g) **inLfc 0 aa-c2i*iiH«w. R 

J^m~BM^^ (5 0mL) =S:*nx> 7X (5 0mL) , 5 % * ^ >Wtfrtefo ( 

5 0mL) > S&ftl^Tk (5 0mL) TifcifrLfco ilTKil^^^ A*C$£J* 

6 MffitfcSLfCo &«*&K4Nttfbit*-Ifc&^/i'&& (2 0mL) Srinix. 

, ^ia-e2«Fiaa^b^o v^^w^-t^v (1 omD zmnvx\ iftBU 

v>&0fl:«:»IRLfco «BET*g»U *»ffr61& (2. 9 3g) *&fe0#fcL 

1 H-NMR (DMSO-d 6> 2. 07 (3H, s), 2. 53 (3H, .s 
), 3. 12-3. 17 (2H, m), 4. 24-4. 30 (2H, m) , 9. 
2 9 (2 H, b r ) . 
[0 0 6 6] 



l -e# & 2 - Kn * ->^^;v * >w<? ^ >m tert-7" 



#%$I3 

Mb 3 l] 
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I 57/ 



(l. 7 5 g) bWftft^n' (l 5mL) <Dm&%afc y v xf;vr^ v (l 

. 6 7mL) *mnLfc&. Y V * f^7«fef^^ n i; K( 1 . 3 5mL)k»» 
jif-;v (5mL) wM^jlTLfe, mzat?2i^lBjaB¥^ (1. 6 

2mL) £?&&nU ma-C»«ai#U^o ^ftKftBft^A' (5 OmL) £;&n 
7jC (5 0mL) „ 5%*^>BfcM&?£ (5 0mL) . fefP^ifcdc (5 0mL 
) -CiSfefrU liTlc^mv^^v^A-e^L^o «JE«bW^ mi:4Nm 
*3fc-im.* ; 7 L >W&ifc (lOmL) ZmnLtZo MST? 2 Hf^mML 

(1 OmL) *»LT> *ffflLTv>&H#£iMfcLfco MffiT^L 
. IMUt^ (1. 6 5 g) *6fe@#tLtH/Co 

1 H-NMR (DMS0-d6) : 1. 18 (9H, s) , 2. 56 (3H, s 
), 3. 17 (2H, t, J = 10. 5 Hz) , 4. 22-4. 28 (2 H, m 
) , 9. 1 9 (2H, b r) . 

[0 0 6 7] 
###J4 
[ft 3 2] 




2 _ (^f;v7u) ">^nA^t^*^yP-MiI 

(T. 7 5g) fcgfeBt^*-^ (2 OmL) Ol^lll^'Jv> (0. 9 7m 

D , 4-^^f;v75/if'j^> (ftkttft) £»DLfc^ ->^n^^v* 

^HnVK(l. 6 0mL)*iTU.ia , C2«f|llim ( 
0. 6 5mL) . y^DAJff>5!;W^n'JK (0. 5 8mL) SritinL 
. Lfco RJES»^»»J-f-^ (5 OmL) Srflnx.. * (5 OmL 

) , 5%?^>W£fc&& (5 OmL) , l&fltftft*. (5 OmL) tfifc&U $&7jt 

mm (i omD «r^inL^o s«2i*iH«#tk ¥^)\,^—r)V (l Om 
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. 88g) £6-fe0#t tT#/io 

1 H-NMR (DMSO-d 6 ) : 1- 10-1. 45 (5H, m) , 1. 54 
-1. 73 (3H, m) , 1. 8 3 - 1. 9 3 (2 H, m) , 2. 29-2. 4 

2 (1H, m) , 2. 54 (3H, s) , 3. 12-3. 18 (2H, m) , 4 
. 2 3-4. 2 9 (2 H, m) , 9. 23 (2H, br) . 

[0 0 6 8] 
###15 
1^3 3] 



2 _ (^ ;VT 5y) (3 0. 0 4 g) tg^J^V (9 0mL) <D 

?I^^tK^T, =l^m^- te rt -7** (8 7. 3 0 g) ( 
1 OmL) ©S*«tlTLfc. Sifi^M l$IW*8M&. «ft^W>f/K6 1. 
8g), f'JyV (3 8. 8mL) **^T*BJniLfco IfitmF^im H 
#*?t*L^o S^S^m-*-^ (1 0 OmL) TMSfc^L, £^*> 
^ 7K (1 0 OmL) . mmtMlk (1 0 OmL) X~ffi&Vtz 0 m^MM**?* 
y-)AT«, MJ±#ML/io JilWSrftife^* (1 0 OmL) KmMU 
4T$mk7m-&M^)^%L (2 0 OmL) ZMtL, SS^3 0^F»t^ 

0 (1 0 OmL) B#*»JfcLrt:o H*^^ (1 
OOmL) T^TOL^t, lETeCCt^IU IRflUfc^ (5 7. 4g 

1 H-NMR (DMS0-d6> : 2. 62 (3H, s) , 3. 32 (2H, m 
) , 4. 53 (2H, t, J = 9. 9Hz) , 7. 51-7. 57 (2H, m) 

, 7. 68 (1H, m) , 8. 11 (2H, d, J = 7. 8Hz) , 9. 26 ( 

2 H, b s) . 
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[0 0 6 91 



Ut3 4] 




1 f) *Lfc 2 - 1: Kn + ->xf ^ #;W^>^t e r t 

(1. 7 5 g) hI^mx.^-;V (lOmL) 0«-&4fe»C4-^ h^rv^V^ 
HniJK(l. 88g). f'JyV (0. 9 7mL) ^r«6inb/io MiST* 1 4 B# 
W*#&* 4->>W/^^mjK(0. 7 0g), tfU^V (0. 9 7 
mL) £iiJnU IiatlHTO#Lf:o EWMxf^ ('8 0mL) 
x.. 7jc (2 OmL) , l^&BbK^hV (2 OmL) > tK (2.0m 

L) t»«s»U ^ v ^ A L Mi£iftite^> SWfc 

m> (1 OmL) KfeML, INmhTkm-^Mx-^-^WL (1 OmL) fc^Jn 
L/Co M^1I*IBJ1*H& v^^;vjc-x;V (2 0mL) ZmilLX, fftHL 
TV*&@#:£iiJ&Lfco f^mx-^-^ (1 5mL) "C 2 0?fci£L;fcf&, «JIT6 0 

•c-e*s*u wmfc&m (1. 9 9 g ) &efea#fcLT»fco 

1 H-NMR (DMSO-d 6) 12. 62(3H, s),3. 32(2H, m 
) , 4. 48 (2H, t, J = 5. 0Hz) , 7. 07 (2H, d, J=8. 7 
Hz) , 8. 06 (2H, d, J=8. 7Hz) , 9. 04 (2H, bs) . 
[0 0 7 0] 



###0 7 
UtS 5] 
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2- UfA'T?/) 3-^na^>7x-MiS 

1 "e#^ttfc2 -t Kndr->jn-f-;v (^;V) *;w^>St ert-/ 
(1. 7 5g) tf^m^^ (lOmL) ^tH:3-^nn^WM^ 

^n'JK(l. 9 2 g)> fc?Uv> (0. 9 7mL) *^JJP Ltz 0 ^iST 1 H#H9^ 
6 0 < C-e6Btr^#LfCo RJS^^m^^ (8 OmL) £tJD;i. 7K ( 

2 OmL) , £&^M7Kf^ h ^^Tfc^ifc (2 OmL) . * (2 OmL) X»$c 

*»xf^ (1 OmL) £8&nLfco £ffl"C2 2R#W3t*N&. yx.^;^- 
(1 5mL) £^SnL-T, *fffiLTV>£@#*»#L;fco IfcSfe^^ (1 5 
mL) t?2!Ht5fe#L^m, 01C«U ^Stt^® (2. 0 1 g) * 

1 H — NMR (DMSO-d 6 ) : 2. 63 (3H, s) , 3. 32 (2H, m 
) , 4. 53 (2H, t, J =4. 9 Hz) , 7. 60 (1H, t, J =8. 0 
Hz) , 7. 78 (1H, d, J=8. 0Hz) , 8. 05 (1H, d, J = 8 
. 0 Hz) , 8. 15 (1H, s) , 9. 07 (2H, bs) . 
[0 0 7 1] 



##ffJl"C#^*Lfe2-n Kn^vxf;v (^f-;v) *;wu>Ht e r t- 1 / 

(1. 7 5 g) kftflfeJ.^-)!/ (lOmL) OS^C3, 4-^7^0^ 
>V>f;V^DVK(l. 7 7 g)> (0. 97mL) fcS&bUbfco 

3 B««*m^ RJS&fcfclM*-*-?'/*' (8 OmL) ZtUk, tK (2 OmL) , 
MBfc*3fc^M;*-Mci&ifc (2 OmL) ^ tK (2 OmL) T?5fe^L. teikMWi^ 



Hfc3 6] 
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^— s>: 61/" 



1 omD zmaLtzo iiatM^sm'iffiii^o isi^iif 

;v (1 5mL) X«mW&, «ET6 OtT«t, MMfc£tt (2. 0 5 g) * 

1 H-NMR (DMSO-d 6> : 2. 6 2 (3H, s) , 3. 3 2 (2H, m 

) , 4. 53 (2H, t, J = 5. 0Hz) , 7. 64 (1H, m) , 8. 00 

(1 H, m) , 8. 2 5 (1 H, m) , 9. 2 5 (2H, b s) . 
[0 0 7 2] 

Mb 3 7] 



2 _ (^f;i/7^y) 4-h'J7;vtn^ b^^Wx-MiSI 

##08 1 -e#<b*t/c 2 - Fn^yxf;v (*?-;v) #;w^>^t e r t 

(1. 3 0 g) hll^r-^ (lOmL) <7>rl^^ 4 - h V ~7)V*U * > 



6 0X^2 5R#W*#L.;fco Kl£Il«xf^ (6 OmL) £2JD;L> 7fc (3 0 
mL) > l^nRMTKm't- h V ^A7]tvf$t (2 OmL) . 7jc (2 OmL) t?tfe$-L 

x-^^mw. (i omL) ^ai^ 0 Mza-ci 4. smmwtwtk, wo±Mm\^tz 

0 5^t7£H*^>>V (1 5mL) X*2®m&Lfz&, ffi.J±T 6 Ot«U 

«®ffr£& (i. 8 3 g ) z&temfct Lxntzo 

1 H-NMR (DMSO-d 6> : 2. 63 (3H/s) , 3. 31 (2H, m 
) , 4. 54 (2H, t, J=4. 9Hz) , 7. 55 (2H, d, J=8. 5 
Hz) , 8. 24 (2H, d, J = 8. 5Hz) , 9. 02 (2H, bs) . 

[0 0 7 3] 
##M 1 0 



0 




m;K(l. 8 3 gK W*Sy (0. 7 2mL) ZffiMLtZo 
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^1 



^ 2003-0 41085 . . I 62/ 

[ft 3 8] 




2- (^f^r^y) 4- 
tfffll 1 2 - b Kn^rVxf ;v (*^)U) *;WN*r/f t e r t 

f-fr (1. 7 5 g) tftlR^^/u (lOmL) <^£-tJ^ 4 - 7 vM 
^n'JK(l. 7 4g)> (0. 97mL) ^mLtz 0 MM"? 6 . 5 

ttinatiSLfco at&ft^*^^-*' (s omD *;&dx.> (3 omD > ma 

RWK^i- y y ^A7k?#?£ (3 OmL) . 7X (3 OmL) > jS^J^ft* (3 0m 

<k*3R-»ifc^^^»ift (1 OmL) ZtiMLito 1 B*H**ft&> *f ffi L 

TV^HtefcaflfcLfco Mix?-* (1 5mD t2i^t^ MffiT6 0 
tTCf&JiU *»ft^ (1. 8 9g) tfifeHfrkLtftfc, 
1 H — NMR (DMSO-d 6 ) : 2 . 6 2 ( 3 H, s ) , 3 . 3 2 (2 H, m 
) , 4. 52 (2H, t, J=4..9Hz) , 7. 3 4-7. 4 4 (2H, m) 
, 8.. 16-8. 24 (2H, m) , 9. 18 (2H, bs) . 

[0 0 7 4] 
##$11 1 
Mb 3 9] 




2- (*^;VT^) x?;i, 3, 4, 
##M 1 -?&btlfz2 -fc KD#yxf;V (^?;V) fcJWt^BIt e r t -7 
(1. 7 5 g) fcftSxf^(lOmL) «Mi:3, 4, 5->V> h 



ffifiE^ 2003-3057270 
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^-v : 63/ 



*^V7>f ;V^niJ K(2. 5 4 gK f'JyV (0. 9 7mL) ^r^tll^o 
6 0^14^^^ 3, 4, bW>7-f^ny K(l. 

3 0 gK (0. 9 7mL) % ffeffcx.*-* (1 OmL) ZiBMU 6 0 

•c-e2 AmmwfcLfco »»u mm-mm.^)^ (5 omD . tK ( 

3 OmL) *»L^ 0 frtm. ifif^ilN^i (3 OmL) , * (3 
OmL) , (ID 7M§i£ (30m L) ^ tJc (30mL) . mn&m.fc ( 

3 OmL) X*ffi&L, *l*W^^'>^A-e«a»Lfeo WBESfcit&, 

y'j*W7A^D7 h - (fHSfcx.*-/!/ : ^^>= i : l -e^ffi) 

•eilt/Co ffi»^4N^b7X#-@l^^^^ (10mL) ^^int/io 
^-e4B#^m#^> MJ±it^lL/Co (lOmL) £#nx-> MffizftML 

nmzwFffl.^frfcmmz^ mfo*WMLtz 0 wwl^* (i 5mD 

T&^Lr^L ^ffiTft^L, IgS'ffc^ (1. 7 9g) *&&mfctLXmz 



1H-NMR (DMS0-d6) '-2. 61 (3H, s), 3. 28-3. 35 
(2H, m) , 3. 7 4 (3H/s) , 3.' 8 7 (6H, s) , 4. 48-4. 
54 (2H, m) , 7. 40 (2H, s) , 9. 43 (2H, br) . 
[0 0 7 5] 
1 2 
lit 4 0] 



##M 1 h tlfz 2 - ti KU 3r yxfjV (^;V) #;Wt^>^t e r t 
(1. 7 5g) > 2-fc? y ^>*M-;V^n'J KttflKft (2. 67g) , 
(1. 2 1mL) M4-^W5yif'Jy> (0. 1 2 2 g) O 
rb7HKo77 v&ift ( 1 0 0 m L) fc, t!c^T> h y xf/l'T * > ( 2 . 0 
9mL) *1TU MT» 6 B*Mtlff Ufeo RJ&ifcK* (2 0 OmL) £;&nx-I£ 




ffilE#2 003-3057270 
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<*-i? : 64/ 



(1 5 0mL) -eatBUo t«i*5%18HB (ID 3fc?#i£ (i o 
OmL) . TfC (1 0 OmL) R&mitt&k (1 0 OmL) U 
»a^hV*AT»l©ftlk «BES*L^o «9«*ftafcifA' (5 OmL) > ^ 

(10 OmL) fc&jBL, 4 N^^KSt-If*^^^ (15mL) 

**nx-, ^-eiB#PM#u/z 0 ffiffiLTv**B#«:aMsiu wafc^*-^ (1 0 

OmL) -C2HIft»L.fc^ ifcflET6 Ott^IU *S*fr£l& (1. 0 8 g) 

iH-NMR (DMSO-d 6 ) '.2. 62 (3H, t, J = 5. 4Hz) , 3 
. 35 (2'H, m) , 4. 63 (2H, t, J = 5. OHz) , 5. 26 (1H 
, bs) , 7. 7 7-7. 8 4 (1 H, m) , 8. 14-8. 18 (1H, m) 
, 8. 3 6- 8. 4 0 (1 H, m) , 8. 7 0-8. 9 0 (lH.'m) , 9. 4 
8 (2H, br) . 

[0 0 7 6] 

1 3 

8 

2- (^f;VT^/) * h **/T*zf— h 

1 T?#lb*Lfc2 -fc Kn^yxf;V (^;V) *;Mr/f t ert-y 
(1. 7 5 g) fcf^«t^^-;v (10mL) Oft^Kf^ h *">T-te*-/i'* n 
)JK(1; 2 0gK (0. 9 7mL) £}&&n L£o 3 f$|15M*N£ 

. faSiftfclW*-*-*' (7.0mL) ^in£> 7K (2 OmL) . IStfnjfcB***-*- h 
'J^A*^ (2 OmL) , 7k (2 OmL) "et5fe^L. &7K^^*^A-e 
*&*Lfc« ttBEMfk a«*t»*ifA' (5mL) fc**U 4 Nttffcfc* 
-ft8feif^»» (1 OmL) £i3s2>nL£o MiTC 1 l$HI**ftfe. MJIiliL^ 
o JSBSWfcTfc (6 OmL) iyxfjvx-f^ (3 OmL) =lrJnx.> mWL-fzfe 

, 7Ks*^ufe 0 7KJi*^iMc^h';^A-em^tcL7t^ ( 

4 OmL) "C2I5)$tfiL£o »»^^»*#S*iB»^^**>^At?tt»a, M 

tBaE# 2003-3057270 
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JEMSU awffrfr* (1. OOg) ^ifei^ifctT#feo 

1 H-NMR (CDC 1 3 ) 12. 40 (1H, bs), 3. 06 (3H, s) 
, 3. 44 (3H, s) , 3. 57 (2H, t, J = 5. 1Hz), 3. 75- 

3. 8 2 (2 H, m) , 4. 13 (2 H, s) . 

[0 0 7 7] 
##$J 1 4 
Kt4 2] 



^mi-e%btitz2-\z Ko + vxf^ (^;v) 2j;w^>-@|t e r t -7* 
(1. 7 5 g) tff*^*' (2 0mL) OfitWKlf'J^V (0. 9 7m 
L) , 4— S^^TSyev^V (ftbJ&S) fc^JUL-fc^ ^n»f;v 
(1.2 5mL)*iTUo Mm."el&&9ffiLti&t, Sfif^ (5 OmL) £ 
flnx.. 7K (5 OmL) > 5%^^>m7K?#^ (5 OmL) > Jfeftltfeffl*. (5 0m 

L) -cifei£U ^X^m^^^^^^-e^t/io MJ±?t*t#i. i»i:4Nt 
^jcm-^^-^^^ (1 OmL) *m\\LfZo mux^mfflMffi^ 
;vx-r;v (1 OmL) &$s2jnLT. tffiUv^HMMt^o MffiTfg^ 

l, mmik&m (i. 6 6g) ^fife@#tL« 0 

1 H — NMR (DMSO-d 6 ) : 1- 23 (3H, t, J = 7. 1Hz) , 2 
. 54 (3H, s), 3. 16-3. 22 (2H, m) , 4. 15 (2H, q, 
J = 7. 1Hz), 4. 32-4. 37 (2H, m) , 9. 25, (2 H, br) 

[0 0 7 8] 

##M 1 5 




ffiIE# 2003-3057270 
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^-v* : 66/ 



[4b4 3] 




HCI 

##M 1 -e#^tt7^2 - 1 KD^yxf;V fcJW^S'Sfet e r t -7* 

(3. 5 0g) (2 0mL) (OS^llcMT, ^nn^ 

yyneMl. 35g), k?y5»'(l. 94mL) Sr^iHlL^o 3. 
5B#^m#f£> ^nn^y^n^i/ (1. 8 4 g) fcitflnU M^-e2. 5 

mmmwLfzo Kj^m^m^^ a 2 omD &2>nx.> tk (5 omD . s& 
^jcm^ (5 omD -e^u mimm^y^sv^^^o mmmmik 

, 4 N^bTK^-f^m^^"^^ ( 1 0 m L) =1:^0 t/vio 1ST' 2 B# 

WffiLTV^@#^?t^U^o Mt^A- (1 5mL) Xtt&Ltzfe 

, «ET60tt«U M®lb^ (1. 38g) z&&mfctLxmzo 

1 H — NMR (DMSO-d 6 ) 1 • 25 (6H, d, J=6. 2Hz) , 2 
. 56 (3H, s) , 3. 20 (2H, t, J = 5. 1Hz) , 4. 32 (2H 
, t, J = 5. 1Hz) , 4. 80 (1H, m) , 8. 95 (2H, bs) . 
[0 0 7 9] 
1 6 
Kb4 4] 




##®ll-e#k*U:2-fc: Kn^vai^-;v *^r/|t ert-y 

(1. 7 5 g) tS^m^-^-^ (2 0mL) Ofi^*J:kf'J^> (0. 97m 
L) , 4-v^-f-^T^y QttttS) «r«aiDUfclfe, ^na^>y 

Ml. 5 7mL)tiTUolfit2HSim (0. 65mL) 
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2003-041085 ^ 67/ 



, ^nn^>v> (1. 2 8mL) fcittra Ltz Q ' 5 B tK^ 

T, (0. 8 1mL) £}|J|]U ^^^nn^i^y^ (1. 4 3 

mL) <omk^^WL (5mL) £*9>o < «TL£ 0 Ij&t?2Hlim 

(5 OmL) &]Jjnx.. tK (5 OmL) , 5%?x-^WtfcMWL (5 0m 
L ) > tefafc** ( 5 0 m L) t ^ teXtim**?* 1 7t o 

Eiil iStC 4 Nttft**-I»xf (1 OmL) SrmUnLfco -£ 

ia-c2^ra«#^> v?^;v^-x;v (lOmD ^iinlt> wttv^i 

#£Mtt£ 0 «ET«aftu *s*t#» d. 9 9 g ) £6€l@#£lt#*: 

o 

1H-NMR (DMSO-d 6 ) : 2. 5 5 (3H, s) , 3. 2 1 (2H, t 
, J = 5. 1Hz) , 4. 37 (2H, t, J = 5. 1Hz) , 5. 18 (2H 
, s) , 7. 3 0-7. 5 0 (5H, m) , 9. 07 (2H, br) . 
[0 0 8 0] 
1 7 
Hfc4 5] 




2 — (^-f-;wr^ J ) -r h 7 Kn tf-7 v— 4 — 4 ;v # — VIM. 

mm 

jkm^X (b'J^no^f;V) (2. 9 7 g) (7)tb7tKn77>^ (4 0 
mL) K7fc?%T> t: 9 v> (2. 4 3mL) ©T>7tKn77« (10m 
L) fcjrFLfco 7fci£T\ 1 O^F^Wm. f f7^Knt 8 7>-4-t-^ ( 
1. 9 1 g) Or b7liKn777iI (2 OmL) £*9>o < OITUo MS 

x~2wmmm&, *Eawau M^»f;v (somD ^tk (somL 

) fciDx-fco B*=.*-A'«&43*UlU 0. (2 OmL) , l&ftfcffi*. ( 

5 OmL) todcfi^^^A^fyftLfco MlfC> 

^ff h7tKnk°7>-4-'f^ ( 1 . 5 3 g) &#£o 1 1?# £ fcfc 
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^-v?: 68/ 



*;WU>|tert-W (1. 4 0 g) 
fcr- h 7t Kn77> (2 0mL) (0. 7 8mL) 

Ltz^ ±fa-e#f>ttfc^ nn^if h 7 t Kn t?7 >- 4 ;v (1. 53g 
) (^)ff7liFn77>It (lOmL) ^?1Tt> ^7&^1«*#L-fco R«5 
ifc**UE«ittj£. 7K (5 0mL) £2)nx-> S^m^-f-^ (5 0mL) t'ttlUUco 
5 (5 OmL) . l&^n^TK (5 OmL) U ^*KE« 

^tLTtit-fevi^ (2. 0 3 g) ^yxfjVx-r^ (2mL) i:illL> 4N 

mtfcm-mwt^^Wi (5mD *^nt/c 0 ist3o^iim ^ 

f;vx-f^ (1 OmL) ^^DLT> %mmWLtz 0 #ffflbTV»&Hflt*at^ 
U iWETttjftLr, MttAtt (1. 2 0g) *efeHfrfctT#/to 
1 H-NMR (DMSO-d6> : 1- 5 0- 1. 6 5 (2 H, m) , 1. 87 
-1. 98 (2H, m) , 2. 54 (3H, s) , 3. 20 (2H, m) , 3. 
4 0-3. 5 0 (2 H, m) , 3. 7 4-3. 8 3 (2H, m) , 4. 36 (2 
H, t, J = 5. 1Hz) , 4. 7 2-4. 8 3 (1 H, m) , 9. 32 (2H 
, b r).. 

[0 0 8 1] 

1 8 



##Ml-e#«btL7 ,t v:2-t Kn^yxf;i/ (^f-^) *;W^>®t e r t -7* 
(1. 7 5 g) tmk^-f-^ (2 OmL) ©a^BlK^V> (1. 6 2m 

L) **JniL.fclk 7nn^2-^h^>xf^ (2. 7 7 g) ©ftgkr-f-n, 
(5mL)'*Uio<»)iTU Lfco a£i£&MEMS^ 

7K (5 OmL) ^*nx.> f»x^ (5 OmL) -efflffi Lfco 5 96*^18** 



Mb 4 6] 




0 



HCI 
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& (5 OmL) . 3£fo&&7fc (5 OmL) "C^U &>fcflfcB^^ 

*Lfco «flEift«m, JWIlt^f^x-f/l/ (2mL) fc»#U 4 N*frft 

(5mL) Sr^imb^o Ifit3 0^Plim 
i—jr* (1 OmL) **in!Lt\ **qK*#L.;fco ^ffiLTV>*@#£ijP*U 

msrmnkLx^ mmfc&b a. 5 6g) £6-fe@#£L-c#£o 

1 H-NMR (DMSO-d 6> - 2. 54 (3H, s), 3. 19 (2 H, m 
) , 3. 26 (3H, s) , 3. 5 2 -3. 5 7 (2H, m) , 4. 20-4. 
25 (2H, m) , 4. 3 3-4. 3 9 (2 H, m) , 9. 26 (2H, br) 

• 

[0 0 8 2] 

##M1 9 



(2 —12 Kn^yxf;v) #;w?5 t e r t —ff-H/ 
2- (jc^;vt^ y) ^ * 7 - ;V (8. 9 1 g) tWpWt^^ (1 0 OmL) <7) 
t8&VSteM$T> — t e r t (2 1. 8 g) Sri&bnLfco 

-C3 Hmffiftfe, Mn-kMyk (1 0 0mL) u i*ftm^^'>'fA^ 

«g»L/i. MJ±tll> MMfrfrW (19. 0 g) ^MHMM**fcLT#fc. 
1 H-NMR (CDC 1 3) : 1. 11 (3H, t, J = 7. 0Hz) , 1. 4 
7 (9H, s) , 3. 27. (2H, q, J = 7. 0Hz) , 3. 37 (2H, t 
, J = 5. 2Hz) , 3. 73 (2H, q, J = 5. 2Hz). 

[0 0 8 3] 
2 0 



[ft 4 7] 



r 




CH 3 0 



miE#2 003-305727 0 




2- (jl?-)V7$S) x-^fr hStS 

1 9tHf> tLf;xf;l/ (2 - H Kn^yif;v) #;W^ e r t - 

y^-;V (1. 8 9 g) tWB.^^ (2 0mL) <DM&^M&WpM( 1 . 0 4 
mLK tT'Jv^ (0. 8 9mL) „ W^^VvV (0. 061 

g) **JnLfco M^3#B**N& H***"* (5 OmL) SriDx.. * (5 
OmL) x 5%^^>m7K?t^ (5 OmL) . l&fn&OzK (5 OmL) T?«fe^L 

^jc^;Vv#^ (1 OmL) fcillx-. 1 l$Wa#L.fco WfWL^^ (1 Om 

L) „ yifjVx-j;i/ (2 OmL) &$StJnLT> #rffi LTV^@#*it^L^ 
o »ET*£JftU aWHfrfrW (1. 5 4 g) ^fifeS^fcLT^o'' 
lH-NMR (DMSO-d 6 ) 1- 22 (3H, t, J = 7. 3Hz) , 2 
. 07 (3H, s) , 2. 95 (2H, q, J = 7. S.Hz) , 3. 15 (2H 
, t, J = 5. 3Hz) , 4. 2 4-4. 3 0 (2H, m) , 9. 17 (2H, 
b r) . 

[0 0 8 4] 

##$12 1 
Mt4 9] 

H 3 G^/CH 3 




2-\l Kn^yxf;v Uv^n^) *^r/ft e r t -"ff-fr 

2 _ (/fv^nt'^T^y) -i.^ y — ;i/ (io. 0 g) Of h 9fc KP7 7>» 

jft (3 OmL) 3Hv- t e r t-'^JV (2 2. 2 g) &inx.> MM.^ 
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003-041085. 
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fi=gpi^;i/ (2 0 OmL) t«ltllL/;o ff=$^^;vjf ^^D^tK (lOOmL 
2 1. 2 1 g) Z&&mm!Jt U#/;o 

1 H — NMR (CDC 1 3 ) II. 12 (6H, d, J = 6. 6Hz), 3. 3 
0 (2H, t, J = 5. OHz) , 3. 71 (2H, t, J = 5. OHz) , 3 
. 80-4. 30 (1 H, m). 
[0 0 8 5] 

##M 2 2 



2- U V/ntT^T * /) J^/W 7-br- hi&M^. 
##^J 2 1 T# ftfc 2 - \l K n 3=- (-f v -/n vf ;v) * /u/< r/f te 

r t-T^V (5. 0 g) b7tKn77>ift (1 5mL) &Cfc?'J^>' ( 
6. OmL) hWmWi(2. 7 9mL) fcinx-Mia-C 1 8 BfTO^ t/c 0 R(S 
t^IEIil^ H^KtJc (5 OmL) £JD;i> H*^* (1 0 OmL 

) -earn t tz 0 ftn^f-^m & 5 % ^ ( 5 o m l ) . mm^m^ ( 

5 omD v^a-c^l, mje^sil^o #£>*ut& 

4 N&ftTlclf-I^^-^WM ( l 0 m L) u mMrc l n#H5 

m#Lfr 0 ^ffiL£@#£»tL> «ffiT££:i^£ - ^Mft^ (3. 1 
4 g) ^lfeS#i:t«o 

1 H — NMR (DMSO-d 6 ) *• 1- 25 (6H, d, J = 6. 6Hz) , 2 

. 08 (3H, s) , 3. 10-3. 40 (3H, m) , 4. 29 (2H, t, 
J = 6. OHz) , 9. 11 (2H, b r) . 
[0 0 8 6] 



[ft 5 0] 




0 



#W 2 3 
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Hb5 1] 



CH 3 




0 

0^0 



HGI 



##®|2 1 -e# «b ttfc 2 - ^ Kn^yif;v (^yynif;v) *;wu>'ite 
r t-^;v (5. 0 g) f7tFn77>M (1 5mL) Htf'jv^V ( 
6. OmL) ^nn^xf;v (2. 8 1mL) 5rjjnx.^m"C 1 8 Bf^ti^L 
fco RS^^MflE#$iL/c^ ^UK* (5 OmL) £#nx.> S^Bfe*-^ (1 
OOmL) X-mmLfZo WWLX-^^M* 5%?^>M7Mt?£ (5 OmL) > f&ftl 

(5 omL) -e^^> m^ma- > v * at«i, «±iil^o # 

^tt^-fe^^?:4N^b7X^-^^^^ (1 OmL) K?#j§|U 
(3. 3 4g) ^SfatUfco 

lH-NMR (DMSO-d 6) II. 20-1. 30 (9H, m), 3. 10 
-3. 40 (3H, m), 4. 17 (2H, q, J = 7. 4Hz), 4. 37 ( 
2H, t, J = 5. 6Hz), 9. 13 (2H, br) . 

[0 0 8 7]' 

24 



2 _ (y^nA^y^r^) x^y-;i^ (14. 3 g) ^^y-^Wt^ (2 
0 OmL) K> ZMv- t e r t-"/f^ (2 1. 8 g) SriilTLfco SifrC 
2BFItm ^JE^L/^o n^^^m^^ (2 0 OmL) l^j#L. tK 



Kfc5 2] 




CH3 0 
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(1 0 OmL) R&$&a&£& (1 0 OmL) XfltWik, i^fth'^At 
ft«bfco i*flE»RIU ttKffrg* (2 4. 2g) «r^fe»tt»fcLT»3feo 
iH-NMR (CDC 1 3 ) II. 26-1. 39 (4H, m) , 1. 47 (9 
H, s) , 1. 61-1. 81 (6H, m) , 3. 3 0-3. 4 0 (2H, m) 
, 3. 69 (2H, t, J = 5. 4Hz), 3. 6 6-3. 9 0 (2 H, br) 

• 

[0 0 8 8] 

##09 2 5 
Hb5 3] 



2- (^n^W5/) xfA' T^t-DMBM 
###U2 4 -e#ib*L£:v^ n^v;v (2-HKn^yxf;i/) *^r/f t 
e r t (2 . 4 3 g) <^-r b'7t: Fn7 7>it (5 OmL) ^KJtT 

. fcf'J^V (1. 0 5mL) „ Mimm. (l. 2 3mL) S^4-^W5 

/t?i;^> (o. i 2 2 g) £#nx.> ma-ei 2^m#t^ 0 rjB*^»HIj- 

f-;l/ (1 0 OmL) £JD;i, ttJttlftSbic*-M* U *&*mm (l O OmL) „ 5 
(II) *»ifc (1 0 OmL) RV t mm'k&& (l O OmL) T-JH^ 
ML fc*«3*^hy*A^*9*U StffilfeWLTto SHMbfcftflfc.**-*' (1 5 
mL) fc»«*U 4 N*ftefc*-MI^/U»« (1 5mL) fci&iniLfco gfi 
X~3m$ffiWik, ^y^Dtf^x-f^ (2 OmL) fciDx.. #fffi LT v>&@ 
#tiJRt*iti:ill>Iift*« (1. 78g) tSfel#fcUT^o 1 
H-NMR (DMSO-d 6), II. 05-2. 03 (1 0 H, m) , 2. 07 
(3H, s) , 2. 90-3. 10 (1H, m) , 3 . 1 7 (2H, t, J = 5 
. 2Hz) , 4. 29 (2H, t, J = 5. 2Hz) , 9. 19 (2H, br) 

♦ 

[0 0 8 9] 




0 
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2 6 
Ht5 4] 



\^ H 



H 
N 




e r t -~7<f-fr (2 . 4 3 g) Or" h7t KD7 7>M (5 OmL) KtR^T 
x f'Jv> (1. 4 5mL) v ^nnaxf;Kl. 7 1mL) 
^)VT$;WV> (0. 1 2 2 g) ZUUz-. 5V%mWt^*:o fcfcWL 

\zmkx-^* (i o omD £*nx.> mn&m&mi- * v v &7k?fe®. doom 
D . 5%mmm an ^mm (ioomD,*(io omD %.v*m\± 

(1 0 OmL) mitmki- * v v Sffilltit 

0 5H^«fJ*^^ (1 5mL) KmmV, 4N^t7jc^-S^m^^^^ ( 

1 5mL) ZmtiULtzo M.^ 3 mmm,mk, V^n tf;V^— r;V (2 Om 
L) =&jjpx., ^mtTV*£@#£iiIi£-f fclCi I?, ^Mft^ (2. 1 2 g 
) LT#£ 0 

1 H — NMR (DMS0-d6) : 1- 01-2. 08 (10H, m) , 1 . 2 
3 (3H, t, J = 7. OHz), 2. 90-3. 10 (1H, m), 3. 21 
(2H, t, J = 5. 2Hz) , 4. 16 (2H, q, J = 7. OHz) , 4. 
39 (2H, t, J=5. 2Hz) , 9. 27 (2H, br) . 
[0 0 9 0] 
2 7 



[ft 5 51 
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2 -T— D 7-bf - 

2-T-V J x-Z J-fr (1 3 7 g) Ox Kn79>#* (7 0 OmL) 

IC7X^T-Ceu^> (9 7. lmL) . **MI (1 1 3. 2mL) — 5> 

^W^f'Jy^ (12. 2 2 g) &in;U mffi"C2 OI$l«MJi#Lfco 
ffizWFWL*-*-* (1L) fciDx.^ * (1L) , t^DRm7K^> , ;^A7K?t?K ( 
1 L) „ 5%^m^ (II) (1 L) mt>*l^^7K (1 L) "ClllI^^- 

(7 0 OmL) jf&KzfcitT. 4N^f-l^if^M (2 5 OmL) & 
flnx.. #rffiL£@#£M^1-&££K: < J: »K fflftffrfrtt (1 5 6g) 

1 H-NMR (C D 3 O D) 12. 11 (3H, s) , 3. 71-3. 76 (2 
H, m) , 4. 3 2 -4. 3 7 (2 H, m) , 7. 4 9-7. 6 4 (5H, m) 

[0 0 9 1] 

2 8 
Hfe5.6l 



tert-W [2- (^f;VT5/) - 3 - tf U 

[2- (^^;vr^y) *9;-a> (2 g : wo 0 1/3 2 

6 5 2 ICgBftO^ft-C-g-^) Of b5tKH77 >?§fj£ ( 5 0 mL) 
- t e r t-^;V (3. 4 8 g) ^4-^W5/l?'J^ (0. 1 8 
g) £#n;U H$M»S£Lfco RJSfcK* (3 OmL) ^rJJDx.. WfU^^ (5 
OmL) -CttffiU ^^tLfeWHW^te^lAffi*. (5 OmL) -CifeM^ «StK«5 




ffilE# 2003-3057270 
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KJ:*K M^^Hf (1. 5 1 g) te^l#tLrHfco 
1H-NMR (CDC 1 3) : 1. 49 (9H, s), 3. 02 (3H, d, J 
= 4. 8 Hz) , 4. 99 (2H, s), 5. 00 (1H, bs), 6. 55 ( 
1H, dd, J=7. 0, 5. 0Hz) , 7. 37 (1H, dd, J = 7. 0, 
1. 8Hz) , 8. 16 (1H, dd, J=5. 0, 1. 8Hz) . 
[0 0 9 2] 
2 9 
[ft5 7] 




2- (^f^7 5/) ^>v^;V T^-r-h 

[2- (^^-;VT^/) -7^r:;v] ^;-;V (1. 37g:WO 0 1/32 
6 5 2 l3ffi^O^-e^) OThvtKn??^! (5 0mL) 

(1. 0 5mL),«*»Bl(l. 23mL) W-^WUtf'jry 

(0. 1 8 g) fcUOx.. ^-e8BfP^m#t^o fcfcm-fc (1 0 OmL) £2JD 
x., (1 OOmL) XttUtiLtZo WHS £ 5 %^$P3 (I D 7fc?t^ 

(5 OmL) . ^D^m7K*^h , ^^7X^ (5 OmL) , MP^tK (5 0 

mD x~M&.mm&, mykmrn-t-Yvy^-cifc-mL, mm*^^^* #«b 

*^v=i : 5. mi : 3T?mm) x«mmi-z>z.tK£V), mmtt&w (o 
. 3 8 g) *&&m®-b vxmzo 

1 H — NMR (CDC 1 3 ) :2. 08 (3H, s), 2. 87 (3H, s), 
4. 40 (1H, br) , 5. 08 (2H, s) , 6. 6 4-6. 7 4 (2H, 
m) , 7. 1 7-7. 3 2 (2 H, m) . 

[0 0 9 3] 
###J 3 0 
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Mb 5 8] 




0 



CH, 



2- [ (2-T^)V^r^riy^)V) 757] 7-bf - hS^S 

2, 2' -^;yx^;-;V (2. 1 0 g) tWeWLx-^fr (2 OmL) <Dfe& 
%^tK<%T> ZRfy- t e r t (4. 3 7 g) trS&flPLfco tR^T, 

1. 5«FW«*m. ^7Kft»(2. 0 8mL), fcf'jv^ (1. 7 8mL) , 4- 

v^^;vr^/tTi;^> (o. i 2 g ) zmnLtzo m.UT2mmmw^ rj& 

m^SM^^ (5 OmL) fcimx., 7K (5 OmL) . 5 % ^ ^IMciM (5 
OmL) % f&fD^Tk (5 OmL) T?«fei£Lfco &7»M^* V*A-Cfg*fe& 
. ffi&mMLtZo 5SS^tw4N^fc7K*-ftat^^* (2 OmL) &;&nx.> 
^iaT2^^m#L^ 0 vJi^Wn.-T-^ (1 OmL) £$S&nLT. tfBbtv^ 
^l#^«U:o «JETf£»U fcHffrfrfc (6. 1 8 g) LX 

1 H-NMR (DMSO-d 6 ) : 2. 07 (6H, s) , 3. 23 (4H, t 
, J = 5. 3Hz) , 4. 2 7-4. 3 3 (4 H, m) , 9. 40 (2H, br 
) . 

[0 0 9 4] 
3 1 
Mt5 9] 



(S) 

(S) -2-t?n'J^-W^^-^ (1. 0 1 g) fcSfi^ (lOmL) 
K*.*frT\ n£fcBfeS>- t e r t (2. 1 8 g) &y»L£ 0 tK 
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<tf> immmm, mxsma. 0 4mD, (o. 8 9mu „ 4 

(0. 06 1 g) zmu^tzo m.Mx~immmw&, 

ffl&mzmk*-m> (5 0mL) SrJnx.. tK (5 0mL) > 5%^>M7M#?£ 
(5 0mL) , (5 0mL) -CflsifrLfco iM^^^^^At^ 

«E*MrLfco ^Si»lC4NJ£ib!K3R-»«^^^^ (1 OmL) fcfln 
x.> ^ja-CH^fflat^b^o vJif-;i'Ji--r;V (1 OmL) Sr^inLT. #fffiL 

x\<>z>mfczmiLtz 0 msrrmku nmc&vsxi. 6 8 g ) sriwsfeBM* 

1 H — NMR (DMSO-d q) II. 56-2. 10 (4H, m) , 2. 06 
(3H, s) , 3. 0 5-3. 2 4 (2 H, m) ,. 3. 6 3-3. 6 8 (1 H, 
m) , 4. 15 (1H, dd, J = l 1. 8, 8. 1Hz), 4. 26 (1H, 
dd, J = ll. 8, 4. 1Hz), 9. 21 (1H, br), 9. 8 7 (1H 
, b r) . 

[0 0 9 5] 
3 2 



3- (^f;>75/) yn^;v ^?>Vx- higm 

3 -T^ V- 1 -7"n/NV -;V (0. 7 5 g) fc^Mfe^^/U (2. 2 5mL) tf> 

a-M&fcaM^ -%mv- 1 e r t (2. 1 8 g) ©ftst*^** 

(0. 2 5mL) *«jDL7feo Mia-C2 1. 5^im If^>vM;v(l 
. 3 0mL),-k?W> (0. 9 8mL) , 4-^W^f , Jv> (0. 
0 1 2 g) *»JnLfco £»T?5l*W**Wk RJSifcfcMfc*.?-* (3 2. 5m 
L) fcifllx^ 7K (1 2. 5mL) , ^fO^TK (1 2. 5mL) "CifeifrLfco & 

75 K (2 OmL) fc$g#U (5mL) *mUnLtz 0 tK^T> 6 



[ft 6 0] 
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6 h;* a (o. 4 g) «r^inL/co ma-? 3 iswas^ 

TiK^L^^fcT ^AtK?#^ (6 0mL) Kv±W£ 0 >>jc^;Iol— r ;V (8 
OmL) f&fU&&7fc (3 0mL) X*ffi&Ltz 0 fa-fcWfcy A 

l : 9) -csmru 3- [ (tert -7 h*->#;v^~;v) (^;v) r^s 

] ynf;i/ ^>^/x- f (2. 5 2g) fc*|feilM*»fc LT#£ 0 4NS^b* 

m-^m.^^mm (i omD Srinx.. liati^wuco ttEfettifc* 

JSH^SrftSR^f"^ (lOmL) £$s})n UT^fffi VX\<*2>mfc%WMLtz 0 yi 
(10mL) «ETftj»U (1. 7 3 g) 

1 H — NMR (DMSO-d 6> : 2. 02-2. 16 (2H, m) , 2. 56 
(3H, s) , 3. 05 (2H, t, J = 7. 3Hz) , 4. 35 (2H, t, 
J=6. 1Hz) , 7. 51 (2H, m) , 7. 65-7. 73 ( 1 H, m) , 
8. 01 (2H, d, J=7. 2H.z) , 8. 95 (2H, br) . 

[0 0 9 6] 
##M 3 3 



b 

2- (1 0 0 g) WM^f-n^Mi (1 0 0 OmL 

) (2 2 2mL) Ztinz-, ?K^T> ^D^xfiV (2 4 OmL) 

Z2mmfrwxmTLtzo mr&T&, Kj©*«:sat?i 8b#to^l^ 0 ?x ( 

3 0 OmL) fciPx., I»x?-/Wi«:$MJ|iL-fc^ 1N» (2 0 OmL) t& 
m&m.7k (2 0 OmL) -CftifrLfco *6*«BI^>y ^A-CfaftL^tt, Mffizt 
ttbfco »«!»«r«BE3R®-rSifc^J:l). *«<t^ (18 0g) **/S9 5 



'Mb6 i] 



o 
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- 1 0 Ot: (JE^J : 0. 1-0. 2mmHg) Oife^fctT#^ 0 
I'H-NMR (CDC 1 3 ) : I. 20-1. 40 (6H, m), 2. 97 (3 
H, s) , 3. 5 0-3. 6 0 (2 H, m) , 4. 0 5-4. 3 5 (6H, m) 

[0 0 9 7] 
3 4 
MS6 2] 



GH 3 0 

2- [ (^Dn*jv^) C^f-flO r^y] 1* 

3 3 xmtz 2 - [ (^h*^;^-;!/) (y^-;i/) T^y] J. 

(15 0g) OT^h-f'J^I (1 5 0 0mL) K*3f 
->«ft'jy (2 0 0mL) fciPx.. 4HFIIIL/: 0 M^Wil^i 
?IMj£7k (5. 0 OmL) (7 0 0 g) -g^m^^l/ (3 0 OmL) <Dm.& 

m^p^-r^w^^^h^k-tzo lfrmmwisfz^ mmm.* (soomL 

) &#nx^ Hixf^ (5 0 OmL) -eW£B Ltz a W-WLX-T-^M Zf&fiillkMjk ( 

3 0 omL) , miimfrmi- y v v Afcrnm (3 0 omD > mnoM.* (3 

OOmL) TIE^^U ilTK^m^-b V^A-e^L^, ^JEEML/Co ^ 

aHfrft^ ( 7 7 g) 1 0 0 - 1 0 5 °C 

(JE^J'.O. 1-0. 2mmHg) <^«l^#£ LT#£ 0 

1 H-NMR (CDC 1 3 ) I 1. 33 (3H, t, J = 7. 2Hz), 3. 1 

2 (3HX0. 4, s ) , 3. 22 (3HX0. 6, s), 3. 68 (2HX0 
. 6, t, J=4. 8Hz) , 3. 78 (2HX0. 4, t, J=4. 8Hz) 

, 4. 23 (2H, q, J = 7. 2Hz) , 4. 3 0-4. 4 0 (2 H, m) . 

[0 0 9 8] 
###0 3 5 
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Ute 3] 



h 3 c ; T T 

3 GH 3 0 



H 

N 



4-t Kn^y"/f;i/*;WN*5 >Bfet e r t —-ff-fr 

4-T<y??y-fr (3. 5 7g) tmk^^ (9mL) 0?1^^tK<%-T 
. I^-tert-W (8. 73 g) bW&L*-*-*' (lmL) Otl^tJ 
t«TU, Ifi-e2 4HKim JSEiiL^o 39H?**II*=-^*' (2 0 
OmL) KmffiL, 7K (5 OmL) . (4 OraL) . tX (3 OmL) , 

i&^i^tK (3 omL) ~cmm£, 4ft*«5»^^'>^A-e<e*t^o 

U aWMfrfrW.(7. 5 4g) tifeittftfcLTftfc, 

iH-NMR (CDC 1 3 ) II. 44 (9H, s), 1. 4 7-1. 61 (4 
H, m) , 3. 0 7-3. 2 2 (2 H, m) , 3. 6 1-3. 76 (2H, m) 
, 4 . 6 2 ( 1 H, b s ) . 

[0 0 9 9] 
##M 3 6 



4 - •[ ( t e r t -7*Ky*;v*-^) 7^ 7] 7-bf- b 

##M3 5-cWfc*Lfc4-fc Kn^y/f;v*;w^ vgfet e r t -Zff-)^ (3 
. 83g) fcSafe^^^ (20mL) *>iS£-%fcl£y 5» (1. 80mL) „ & 
imWL(2. 2 7g)»DUt> ^ift-Cl 9l$ffl«f£Lfco RJfcifcK»Bfe^ 
;V (1 0 OmL) £iJtlx.> 7X (5 OmL) . (3 OmL) , (3 

OmL) , ffiM-ki&fc (3 OmL) Tift^-L. A-CjgJfcLfc 

c ffi.&mmL, mmc&b u. 5 5 g) fct-c#^o 

1 H-NMR (CDC 1 3) I 1. 44 (9H, s), 1. 5 1-1. 69 (4 
H, m) , 2. 05 (3H, s) , 3. 15 (2H, m) , 4. 07 (2H, t 



Uk-6 4] 



H 3 C 
H 3 C 




CH 3 0 
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, J = 6. 5 H z) , 4. 5 5 (1 H, b s) . 



[0 10 0] 

##08 3 7 
Mb 6 5] 




4- (^w^y) r-fex-h^m^ 

##$|3 6Ti#.^tL/i4- [ (t e r t-/h^v*^f-^) 757] 

T^x-b (4. 5 0g) b£7ft*T)\' (4. 8 5mL) ON, N-v^-f- 
WA75KII (2 0mL) ICtR<£T> imit^ h U * A (6 0%itt, 0 
. 94g) ^©DLf: 0 ISTM^m RjSi&^fc-S'ftT A* 
M^ftAt^ i^c^;wn-T-;l/ (1 2 OmL) t'ittlU ^xf;Vx-r 
;vjf &£&ftl:&j&7jt (3 OmL) T'gfe^L, Lfc c M 

y=\ : 9x*mm) x-mwkvfzo »»^4N^b7X#-^m^^^^ (2 0 

mL) £t)D;L> mUT~2mfflnnV?Zo V^^^--7-)yy (40mL) 

^ftbLTV^^^ii^L/Co MffiTf^U MS^tf (2. 2 8 g) * 

1 H — NMR (DMSO-d6) • 1- 5 8- 1. 7 0 (4H, m) , 2. 01 
(3H, s) , 2. 50 (3H, s) , 2. 8 2-2. 9 0 (2H, m) , 4. 

00 (2H, t, J = 6. 0Hz) , 8. 90 (2H, br) . 
[0 10 1] 

##M 3 8 
Hfc6 6] 



4- [ (t e r t-rf^ry*;^-^) 75 7] 




CH 3 0 
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###J3 5 h $\*tz 4 — ti Kn.3rv7^-;i/#;w^ >^t e r t (3 
. 7 1 g) tW&x-?-^ (2 0mL) ^>rl^^7K^T. fcfVvV (1. 7 1m 
L) , ?nn^xf]K2. 5 5 g)£«lL*:f&, ^^2 4 BffimftLfco 

(1 OOmL) &#Dx^ Tfc (5 0mL) . (3 
OmL) , TfC (3 OmL) . f&^D^&TK (3 OmL) Xm&l^ ilTjc^m^* 
v^A-e^b/Co «Eafe»tU &mit&® .(4. 9 2 g) £&#,^^£:L-C 

iH-NMR (CDC 1 3 ) : 1. 31 (3H, t, J = 7. 1Hz) , 1. 4 
4 (9H, s) , 1. 4 6- 1. 8 0 .(4H, m) , 3 . 1 5 (2H, m) , 4 
. 11-4. 25 (4H, m)', 4. 54 (1H, bs) . 
[0 10 2] 
3 9 
[<b6 7] 




##M3 8-C#f>tL7t4- [ (t e r t -7* h 75/] 

xf;v (4. 9 0g) tlMb^f^ (4. 6 7mL) ON, 

N-^^f;^;VA75 K#* (2 OmL) K2fci$T, 7jtSflt"?- HJ -7 A (6 0 

o. 9o g ) zmnvtzo M^xemmmw^ KiBWi^-mtr > 

*-*7 Ai&mWL^&W^t^ v^^;wc-t-;1/ (12 OmL) -e&ffiU 

^-jv^-T^m^m-kM^ (3 omD xm&L, ^YMm^^^^^xm. 
;n^^-9->=i : 9-e^m) xm^tz 0 mwm^A Txmwm-mfc^ ^ 

mWi (2 OmL) £2JIlx.> ^St? 2 B^m^L^o i^n.^wr.-r-^ (4 OmL 

) zmnLx, ffimLx^&mfczmLLtzo ^jeti^u mm^m (2. 

8 6 g) fc^-feS^ LT#7c 0 

miE#2 003-3057270 
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lH-NMR (DMSO-d 6 ) 1 • 21 (3H, t, J = 7. 1Hz) , 1 
. 51-1. 73 (4H, m) , 2. 50 (3H, s) , 2. 8 2-2. 9 4 ( 
2H, m) , 4. 05-4. 15 (4H, m) , 8. 88 (2H, br) . 
[0 10 3] 
4 0 
MS6 8] 




3 _ 7 ;y^n;V-^ (7. 5 1 g) ^ (3 0mL) Ojit*!:* 

<$T\ Z2£tm^-t e r t (2 1. 8 g) * (3mL) OS 

2 0 OmL) fci&JBU i (80mL) > 1 N^m (60mL) . tK (50mL 
) , |&fD^7X (5 OmL) Tife®-^ «StK«6K^ b V ATflEJIfcL'fco «E* 

»u snn-fk^ (i6. o i g) zm&mtmt Lt#fco 

lH-NMR (CDC 1 3 ) II. 45 (9H, s), 1. 62-1. 70 (2 
H, m) , 3. 24 (2H, q, J=6. 6Hz) , 3. 66 (2H, q, J = 
5. 1Hz) , 4. 7 3 (1H, b s) . 

[0 10 4] 
###!|4 1 
Mfc6 9] 




3- [(tert-yi<^*M^) 75/] /n^V b 
###0 4 0-e#^>tt/w3-^ Kn^yT'nf;^^^ e r t -~f^^ ( 
8. 0 0 g) (5 OmL) OtS-^fc v> (4. 0 6mL) > 

5. 1 3 g )^muLtz^ immmwLtzo Kfcmmwtx. 

ffiSE# 2003-30572 
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85/ 



(2 0 OmL) 7K ( 1 0 OmL) , mfcWMfiMWL (4 OmL) . tK 

(6 OmL) „ JtfDfttt* (6 OmL) t?«fe^U &7«m?- b V * A"C*a» t 
fco «ffi«i»L^ SUBft^ (8. 3 4g) *j|feillltt»fcfC|»^, 
1"H-NMR (CDC 1 3 ) I 1. 44 (9H, s), 1. 77-1. 86 (2 
H, m) , 2. 06 (3H, s) , 3. 20 (2H, q, J = 6. 3Hz) , 4 
. 12 (2H, t, J = 6. 3Hz) , 4. 67 (1H, bs) . 

[0 10 5] 
##08 4 2 
Mt7 0] 



3- (^^;vr^y) 7°n tT/i/ 7^rr-M^ 

##014 l-C#«btLfc3- [ (t e r t-yf+y*^*^) T^y] ^DH' 
;V T-bf-f.(l 7. 2 8 g) fciMb^f^ (19. 8mL) <7>N, N-V 
^f;v*;VA7 5 K»tft ( 8 0 m L) KftftT> Y V t? A (60 

, 3. 8 2 g) «r«UDL^o 1 5«PW«EIW. RJS«t*-Mr 

?&%Mm-®.\Vtz^ V^)V^.-7-)V (3 0 OmL) "CffifcB L> v^^;V 
ji-t^S (1 OOmL) -casifrL. ^WBfc^bU^A-CiaftL 

(4 OmL) &#nx.> lSt2HWL^o i?xf;vx-f;V (10 OmL) 
&i&bnLT\ tfffiLTV>&H#*jMJlLfco «ET*g»U IRa-ft^ (2. 9 
3 g) fcS'feH'fcfcL-CWfco 

1H-NMR (DMS0-d 6) : 1. 8 5- 1. 9 7 (2 H, m) , 2. 02 
(3H, s) , 2. 50 (3H, s) , 2. 8 7-2. 9 6 (2H, m) , 4. 
06 (2H, t, J=6. 3 Hz) , 8. 87 (2H, br) . 

[0 10 6] 
##$14 3 



H 




HCI 



0 
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3- [ (tert-7*h^y^M-;l/) 7S/3 *fxi \£)V 
- K 

##$14 0"C#?>tt^3-t Kn^yyDt 5 ;i/*;w^>f t e r t-^;V ( 
8. 0 0 g) fcftBfcx^/l' (5 0mL) 0?1-£»^K<%T\ l?ijv> (4. 0 6 
mL) . ^nn^iW(5. 95g)^inbf^ ffit»24«#Uc 
o KS?^^^^-^ (1 0 OmL) &#tlX-> 7jc (5 OmL) , ^WMi^MW. ( 

3 0mL) . 7X (3 OmL) f^fO^* (3 OmL) -C?5fc$£L> mi&Sm.'f h 
iJ^A-C^L^o ^ffi^it, »«<b^4fe (9. 3 1 g) 

iH-NMR (CDC 1 3) I 1. 3 1 (3H, t, J = 7. 1Hz) , 1. 4 

4 (9H, s) , 1. 8 2- 1. 9 0 (2H, m) , 3. 22 (2H, t, J = 
6. 3Hz) , 4. 15-4. 23 (4H, m) , 4. 68 ( 1 H, bs) . 

[0107] 
##®J 4 4 
Mfc7 2] 




HCI 



##M4 3Ti#^tt/i3- [ (tert-yf^y*iV^) 7^7] "fu \£ 
)l> x.*f-)V (9. 3 1 g) bX 3 ){b**f-fi' (9. OOmL) ON 

, N-^W;U75 mm (4 OmL) fcfltffrT* ^kthVfA (6 
0%v*1£, 1. 8 2 g) £«JLfc 0 1*71 2H#r»$N&> Rjfcift**.-:!frffc 
T>*-V&7mm'&Xlsfz^ 5*x*-/U.x.— jr* (2 OOmL) t^ffi U 
yxf;vx -7-)VWt* mmi^^ (l OOmL) -C^Lx ifcfaaciW-MJ *A 
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: ^*-9->= i : 8^*#ai) -Otg&Lfco ffi»^4 NMbjKflt-Si**- 

?-)vmm (4 omD *snx. mu-c2nmmwvtz 0 yxfivx-Tiv (2 0 

OmL) &«LT, *f{iiLrv^@#^?i^LfCo MET^U ^M4fc£-% 
(4. 9 8g) LT#*r 0 

iH-NMR (DMS0-d6) 1- 21 (3H, t, J=7. 1Hz), 1 
.9 1- 2. 00 (2 H, m) , 2. 50 (3H, s) , 2. 88-2. 98 ( 
2H, m) , 4. 08-4. 16 (4H, m) , 8. 90 (2H, br) . 
[0 10 8] 
4 5 



( 5 0 mL) OrI^K7jC?£T\ -Riv- t e r t (51. 4 g) t 

^^jl^-jv (i omD (Dm^^mrvfzc iStl 5B#f H m#^> «Efe*S 

Ltzo M^WZWm^fr (1 5 OmL) fcmffiL, tK (8 OmL) > 1NI^ 
(6 OmL) > 7K (5 OmL) . f&fD^Tfc (5 OmL) X*%tm&, My^Mi- 

vv^^x^mLfzo «E««au wmit&m (26. 9g) ^m^msoti, 

1 H-NMR (CDC 1 3 ) I 1. 47 (9H, s), 2. 92 (3H, s), 
3. 2 0-3. 3 6 (2 H, m) , 3. 41 (2H, bs) , 3. 50-3. 6 

2 (2H, m) , 3. 7 3-3. 8 8 (1 H, m) . 

[0 10 9] 
4 6 



Ut7 3] 




CH ? OH 



d CH 3 0 

(2, 3-ytFn^y7°nti» ^fW^;U>|t e r 
3- (^f-;vr^y) -1, 2-7'd;0^-;V (2 4. 5 g) 
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Ut 7 4 ] 




3- (^^^T^7) rnAV-i, ^T-bf-hMS 
##^J4 5-e#fbttfc (2, 3 -yt Kn^v^/n tf;l/) ^f;V*^r/ft 
e r t-f^^ (10. 2 6 g) (5 OmL) ©ig^^tfVvV 

(10. llmL),i«(12. 7 6 g)^mtJPt/im. ^-C2 4^r^ 
#L£ 0 RJ&ifcKBfcBtx?-/!/ (3 0 OmL) &#nx^ tK (1 5 OmL) > ffl&gg 
7fcv#$L (1 0 OmL) , 7R (1 0 OmL) , ^fn^TK (1 0 OmL) "C^L 

7h/77-f- (^jc^-;v : ^s^«9-^= i : 8-e?#ai) x-mmLtz 0 mmmK 
A^iti&m-m&z-^-^mu (4 0mD ^in^> m.ux»zm%m&\^fro v 

x.?-)Vx.-7-)V (1 0 OmL) ^«L-C> faJlTV^@^|-IlL/:o «E 
Tf£*IU MMik^ (2. 7 6g) ^fifei#i:ltt#?to 
1 H-NMR (DMSO-d 6 ) '-2. 03 (3H, s) , 2. 07 (3H, s 
) , 2. 55 (3H, s) , 3. 18-3. 22 (2H, m) , 4. 09-4. 
28 (2H, m), 5. 2 0-5. 27 (1 H, m) , 9. 01 (2H, br) 

• 

[0 110] 
4 7 
[<t7 5] 
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#^4 5tftt)*ifc (2, ^f;^;w^>ft 
e r t-^;V (15. 5 3 g) fcSfeBfc^*-^ (1 0 OmL) Ofi^»m7 
N fcf'Jv^ (18. 3 5mL) , ^nn^xf;v(2 4. 6 2 g)MflUt 

> mmrc9 emmmwLtzo KBmzwm^-f-^ (3 0 omD ^jd£> tK (1 

5 OmL) , mWm-fcmWi (lOOmL) N 7jt (lOOmL) > ( 1 

oomD -c^u m^wsst? h y ^^-e^t/io *ffi«MB&, 3WMfefc~> 

ISL/:« »*»U4NttWfc**-*«if-^#* (8 OmL) £inx.> ^i&T? 
3^M^#L7to (2 0 OmL) &»IlLT, WffiUT^SH 

#*«L?to «ffiT*S»U, (5. 9 3 g) *&&®fct VX&fz 

o 

1H-NMR (DMSO-d6) 1. 2 0 - 1. 2 8 (6 H, m) , 2 . 5 7 
(3H, s) , 3. 12-3. 28 (2H, m) , 4. 10-4. 43 (6H, 

m) , 5. 13-5. 22 (1H, m) , 9. 14 (2H, br) . 
[0 111] 

###J 4 8 
Ut7 6] 




2 -jr. h dpvJLf-;]/ 2- (^W5/) # — jJ?*— 

Rit'X (f';^nn^f;v) (2. 9 7g) <^7>7kFn77^I (2 0 
mL) &C 7 R<$T\ 2-^Y**s*-9S-A' (1. 8 0 g) Of h5li Kn77> 
«(10mL) tiTl/Co ^tf'JyV (2. 43mL) (Off7tFn 
77Vi$ (1 OmL) tiTl^l M"?2l$HI*#Lfco EO£f££«JE& 
»L;fc&. (5 0mL)'*ix., Mfc*-^ (5 OmL) "efflffiLfc 
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mk^^m^O. 2NSf (2 0mL) . mu£M* (5 0mL) "C^L 



-^h^vi^-;i/ (l. 2 9g) ##^Il-e#^tt^2-HKn^vJ- 
#;w^ >Itert — ?*f-fr (1 . 2 3 g) f7t Fn7 
tr^ifc (l5mL) Kfcf'Jv^ (0. 6 8mL) t^jDL/:§> JifB^^tt 
^ n n 2 -x > ^ry xf ;vof > 7 t: Kn 7 7 >il (5mL) SriifjTL 
, Iiat'3H^L^ 0 Tic (5 0mL) £flOx.. 

(5 OmL) -elflffiLfco gf^^^^Jl £ 5 % ^>^7.Kit?£ (5 0mL) 

, mn±m.7k (5 omL) "cmfti,ti&* mfomk^r*^*? a-c*s*u «be 

ilUco ^^y'J*W7A^nvf^77'f- (^.x-f-;i/ : ^-9- 
y=l : 5, »>T2 : 3-»tB) «L/; 0 (1. 6 0 g) £^x.-f- 

)Vx.-y-)V (3mL) 1:^1, 4 N^b^-gt^^^^ (3mL) Zffi 

mmft&m (o. 9 4g) tawtu#/co 

. iH-NMR (DMSO-d 6 ) II. 10 (3H, t, J = 7. 0Hz) , 2 
. 57 (3H, s) , 3. 18-3. 25 (2H, m) , 3. 44 (2H, q, 
J = 7. 0Hz), 3. 56-3. 60 (2 H, m), 4. 19-4. 24 (2 
H, m) , 4. 3 0-4. 3 7 (2 H, m) , 8. 79 (2H, br) . 

[0 112] 
##M4 9 



3-^h^y7 f at> 2 - (^f;V7 5 J) x-^;v 

7jcfl4fc i ;^ , > AT^x^A (2. 8 5 g) i:y'xf;vx-f^ (10 OmL) 
Orl^%^7K^T. S-^h^n/Vx-f (11. 8g) ^)fb 

7fc KD7 7« (5 OmL) £*9>o < t)iTUc 0 1 P#f«#^ # 



[ffc7 7] 




0 



HGI 
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^tR^U 7X (3mL) > 1 0 %frmti- Y V V ^fr^ffi. (3mL) SrflTFL*: 

0 7K (9mL) ^ITL^ t{f^<^#t/Co flrtB^MSU L 
> It^IEiitJ-tia *K 3-^h + y^n;V-;v (7. 6 4 g) £ 

1 H-NMR (CDC 1 3) : 1. 83 (2H, quintet, J =5. 8H 
z) , 2. 43 (1H, t, J = 5. 3Hz) , 3. 36 (3H, s) , 3. 5 
7 (2H, t, J=6. 0Hz) , 3. 77 (2H, q, J = 5. 5Hz) . 
H^kf* (F>j^nn^f;l/) (4. 4 5g) ©f>5tKD77>ifjR (5 0 
mL) HtK^T. N-xfWv7ntf;i/T^ (5. 7 5mL) ^iTLfc 
o Ll:T£> <m#L£i^ _tfE-e#<b*L*:3-^ b^rv^V-^ (2. 70g 
) (7)fh7^Kn77 ( 1 5 m L) £$|T L£ 0 zR<$T-e 3 0 7>K> ^S. 

•ci ammwLtzo Km®.* ms.m>m l tz®.; m^mK^mm (5 omD 

x., mfc^fr (8 0mL) -etttbL^o g^^-T^l-JS^O. 2N^f (3 0m 
L) , I^^^tK (3 OmL) Tm&Vtz&, teimWL~?7* v^ATi£*|L> 
^JB^f-T&vl tKJ: 15, ^d^|3-^ h^v"7°nif;i/ (4. 39 g) 
tz 0 1 X^hfifz2 -t: Kn^vjc^-;!/ (^;V) #;W^ >^t e r t 

-~f*fr (1. 7 5 g) ^Tb7tKn77>it (2 0mL) tcbfijv> (0 
. 9 7mL) ZffitiULfz^ ±|ST'#^ n n»3 h 3r v"7°n k?;v ( 
1. 8 3g) ^rb^tKn?^^! (5mL) £iiTFU ^-C2H#P«^ 
L7t 0 tfijv^^ (0. 6 5mL) , ^ n - * h ^rv7n tf;V (1. 2 2 

g) h7tKn77>It (5mL) fciiiJO ItSt: 1 BfHiJ^Ltfr^ £t 
J&m£MflEaML£o (5 OmL) *iDx.> (8 OmL) 

xmmLtzo mm^^mzso/of^Wifrm®. (5 omD , mu^m.* (5 
omD t^^lt^^ m*mm-?y*^'y&xt&mL, ms.mmLtz Q 

^y'J*^*7A^n7b^77>f- (|f^.xf-;v ; ^^-9-^= 1 : 9, $gv> 
T3 : 7"C?#m) t«L^o (3. 4 0 g) (5m 

L) fci£#L, 4N^b7jc^-^m^7 e -;V^ (5mL) ^ttlJto 

^KJ;!^ mmik&® (2. 0 6g) Sritlfttir^. 
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iH-NMR (DMSO-d6> I 1. 7 8- 1. 9 0 (2H, m) , 2. 54 
(3H, s) , 3. 15-3. 25 (2H, m) , 3. 23 (3H, s) , 3. 

3 3-3. 4 2 (2H, m) , 4. 16 (2H, t, J=6. 0Hz) , 4. 3 

6 (2H, t, J=6. OHz) , 9. 27 (2H, br) . 
[0 113] 

##M 5 0 
Ht7 8] 




##Ml-e#£>*L*:2-fc Kn^yxf;v (;*•?- ;V) #;W^>&t e r t -7* 
>;v (3. 50g),N, N-y^f;V^Vv>m (5. 2 9 g) > 1 -<x 
^-;V_3_ [ 3 _ (v?^f-;VT^y) :/nfc: 0 ;i/] *^>f5mSi (7. 6. 
7 g ) , h»Ji^;vr^> (5. 5 8mL) > 4 ->M ^;VT S J tf V S» (1 
. 2 2 g) RVN, N-^WM7 5 K (5 OmL) ^I^^IST^ 

(5 OmL) ^J)P£, S^Bftj.^A' (1 0 OmL) filUL/:. 
5fn£&7k (5 OmL) "CmfrL1t&* m^MM^V^ i/V Atft* U ttJEE&ffi 

= 5 : 9 5, 1^T2 0 I 8 O-e^m) t«Lf; 0 *t» (2. 4 6 g) K 1 
N^m (2 4mL) ^^Unb-C. mUX^mmLtz 0 R&«&«JEE**rf * £ 

tizz*), mmfb&b (2. 1 4 g) 

iH-NMR (DMSO-de) : 2. 52 (3H, s) , 2. 85 (6H, s 
) , 3. 20 (2H, m) , 4. 30 (2H, s) , 4. 4 3-4. 4 9 (2H 
,m), 9. 60 (2H, br). 10. 81 (1H, br). 
[0 114] 

mmw5 1 
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Mb 7 9] 




s-[2- Uf^r^y) x~*f-)V\ ftr-irf-Hltl 

1 "C# *t;fc ->^;v ij )V/* ? >^ t e r t - y 

(3. 5 0 g) „ ntWtW. (1. 7 2mL) . h'j7x^;V^7r/ (7 
. 8 7g) Of h 7t Kn7 5>»t (5 0mL) KtK<$T\ TV^^r^K 
V7n (5. 9 lmL) Wf f7t Kn7 7>^I (1 OmL) £*9>o 

f'j7i-;^X7r/ (7. 8 7g) . rv , ^*M>t^77*ne)i' (5 
. 9 1mL) «Of b7tKn77«(10mL) fcitiJDLT. 0 
^m^U7to f-^wm. (1. 1 4mL) ^StflnLT, zJCi£T-e3 OfrW, ^zS. 

Lfc&. I&ftl&afctafcf hU9A*»« (5 OmL) £2JDx.> RsBfcxf (1 0 

omL) -cm&Ltzo mn^^m^mi^M^ (somu -em&Ltz&s m 

b^77^ - (Rflfc^f- ^ : v= 5:95, $!v*t 15:85 -cigttt) -e 

mmvtzo mwm (4. 4 7 g ) n4N*-ffc**-ftBiJ.^^»« domD 

£«LT, MLT?*JMK#L;fco ^^ttE^lt> ««WK:*Blif >K 
^jcf ;wr.-r- ^^Jnx.-CjBffi'fbf *ii:t-J: «K IR®ft£1& (1. 7 9 g) & 

1 H-NMR (DMSO-d q) : 2 . 38 (3H, s), 2. 52 (3H, s 
) , 2. 9 6-3. 0 8 (2 H, m) , 3. 12-3. 20 (2H, m) , 9. 
3 5 (2 H, b r) . 
[0 115] 

mrnm 1 
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GH 3 



2- [ [ (R) -2- [ [ [3-^^;v-4- (2, 2, 2-H;-7;v 

v*-;v- l -4 r^y] 7*f - h 

R^tf* (h i; ^ nny (0. 5 0g) ©f>9tKn79>ijt (3 0 

mL) iC7X^T> tfUvV (0. 4 0mL) Of t7t Kn77>j|I (lmL 
) ^fgTLfCo tWF. 3 0«m ##^J2-e#^tt7t2- (^f;V7 5 
y) T-bf - bSllfi (0. 7 7 g) ^^nbfc 0 mj^^t^v ( 

0. 7 0mL) ^r>7HKn77>i$ (lmL) &?10TflL gffit?- 1 B#^« 
#Lfco Mffi^H^> ^^^7jc (5 OmL) *ijn£. (5 OrnL) 

x-mmLfzo ^m^^m^m^.7K (somu x~m&^ m^mm^r* 

isVAX^mLtz* mmmmL, iWfh7tKn77> (20mL) Km 
MLtZo (R) -2- [ [ [3-^f;V-4- (2, 2, 2-h'J7;vtnxh 

- 2 -tf 1 ; x;v7^^] -iH-^>x^f<r/-^ ( 

1. llg), h VJ-f-^TS. y (0. 8 4mL)> ;V7 V t:';^ 

v mUM) £vs&&nu 6 ov,x^mw\^tz 0 Mffijiii^ mw^Tk (5 o 

mL) **nx.s %m^3-* (5 OmL) Xl&mLtZo im^>>Wl&3£fo:fem7& 

(5 omL) x*m&&, mymm^v^^^^x^mLtio mmmm^ nmm 
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1. 13g) mr^7 7^1fri:U#f:o 

1H-NMR (CDC 1 3 ) 12. 10 (3H, s), 2. 24 (3H, s) , 
3. 09 (3H, bs) , 3. 6 0-4. 0 0 (2H, br) , 4. 25-4. 
'50 (4H, m) , 4. 89 (1H, d, J = 13. 3 Hz) , 5. 05 (1H 
, d, J = 13. 3Hz), 6. 65 (1H, d, J = 5. 5 Hz) , 7. 35 
-7. 51 (3H, m) , 7. 8 0-7. 9 0 (1 H, m) , 8. 35 (1H, 
d, J = 5. 5 H z) . 
[0 116] 

mm 2 

iitB 1] 




H 3 C CH 3 



2- O?-;!/ [ [ (R) - 2- [ [ [3 4- (2, 2, 2-b'j7;i/ 

&Bfte* (HJ^nn^f^) (0. 5 0 g) (Df- Y 9 1 KD7 7>M (3 0 
mL) £2k?frT\ tf 'J v>- (0. 4 0mL) ©f b7t Kn77>II (lmL 

) ^ituco tK^t> immmmk, ##M3-e#^tt^2- 

) F'J^f-^T-bf-fttSMS (0. 9 8 g) Sri&inLfco h'JxfA' 

75> (0. 7 0mL) OfI>7liFD77Vif (lmL) *Wr'&, MUX* 

fcmmvtzo m&iikfifcik, jus&k* (5 omD zmk., wm^)v (50 
mD x-M&Ltz 0 mm^^m^tm^^ (5 omu -e^^ fewm 
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^^^v^A-e^t/Co lEiil, ^ll^f h7tKn77> (2 0mL 
) KmffiLfZo (R) -2- [ [ [3-^^-;v-4- (2, 2, 2 - H; 
n^h^v) -2-t?Vv;v] x;i/-7-f-;i/I -iH-^>X/f5r/ 

(1. 1 1 g) N f'Jxf;PT^ > (0. 8 4mL) , 4-y^f;l/T^ 
H 4 'jy> (0. 0 3 7 g) £«IU 6 0 < C-e«m#t/ro ^ffi«tt£> »® 
JfcK* (5 0mL) fcfltlx., g^gfei^-;v (5 0mL) "eiffiL/Co Mfc-x^/Wl 
fc«&5fDifc£* (5 0mL) T^^-m. l7lcliv^^y7A«lf;o MflEjt 
*g?£> M*77>r>ayV»W9A^n7F^57'f- (T-fe h > : ^ 
: 3, iv>T3 : 2t?j#m) *e«MRLfco T*iY>-VJ V?u\£)V 
x ;v £ t) ftiMilb U T -fe h > - 4 V "7'n tf ;v jl - y- frfr £> B^l" & Z t 

mmfc&m a. oig) **sfeH#*: t-cwfco 

1 H-NMR (CDC 1 3 ) II. 23 (9H, s), 2. 23 (3H, s), 
3. 08 (3H, bs), 3. 4 0-4. 3 0 (2H, br), 4. 30-4. 
50 (4H, m) , 4. 8 0-5. 2 0 (2 H, br) , 6. 64 (1H, d, 
J = 5. 7Hz), 7. 35-7. 50 (3 H, m), 7. 78-7. 88 (1 
H, m) , 8. 35 (1H, d, J = 5. 7Hz) . 
[0 117] 

ms2] 




2- [ [ (R) -2- [ [ [3-^^-4- (2, 2, 2-h'J7^ 

mfiE#2 003-3057270 



2003-041085 



^-v I 97/ 



RttfX (f'J^.no^f;v) (0. 50g) Orh7tKn77>'M (30 
mL) KtWF. tf';v> (0. 4 0mL) (OrF7tFn77« (lmL 
) WL/:o tK^T. 3 07>^S^t> ##M4T'#^tt/i2- (^f^T5 
y) jr.^;v y^nAnv^m^P-hlll (1. 1 1 g) Sr^sinL*: 
0 >i;^^;VT^> (0. 7 0mL) ^)ff7li FD7 7>it (lmL) trfi 
Tt, Mia"eiB#PTO#L7^o iEiit, ^WICtK (5 0mL) ZlMZ-. & 

m.^)^ (5 0mD TmmLtzo m&^m>m*ffia&&fo (somD x-m 

9> (2 0mL) ^^LfCo (R) -2- [ [ 4 - (2,. 2, 

2 - h y -7;v^-njih^fv) - 2 i^;v] y^-;v] 7^7^-^] - 1 H- 

(1. llg) , h i;jc^-;vt^ V (0. 8 4mL)>4- 
y^W^^'J^ (0. 0 3 7 g) &$$nU 60tt«I#UoI 
«««»H7K (5 0mL) *5nx.> Wm^?-)\s (5 0mL) "CffltilLfc. 

0 a«^f->wB (5 0mD xmmk, m^m^^^^^^xn 

•m^tzo Mffia^lL i^||*77 7yay'J*W7A7D'7h^77'f- 

^Mjb^-t? (1. l l g) ^»tltif;o 

1 H-NMR (CDC 1 3) : 1. 10-1. 55 (5H, m) , 1. 55-1 
. 82 (3H, m) , 1. 8 4- 1. 9 8 (2H, m) , 2. 23 (3H, s) 

, 2. 2 7- 2. 4 0 (1 H, m) , 3. 08 (3H, bs) , 3. 40-4. 
. 30 (2H, br), 4. 30-4. 50 (4H, m), 4. 80-5. 15 ( 
2H, br), 6. 64 (1H, d, J = 5. 4Hz), 7. 35-7. 48 ( 
3H, m) , 7. 84 (1H, d, J = 6. 9Hz) , 8. 34 (1H, d, J 
= 5. 4Hz) . 

[0 118] 



ffiSE#2 003-3057270 



2003-041085 



98/ 




2-.[^^;v [ [ (r) -2- [ [ [3-^;v-4- (2, 2, 2-h'J7;V 

R^tf* (I^'J^nn^fjV) (0. 5 0g) <Of>7tKD77^t (3 0 
mL) K:#.?frT\ (0. 4 0mL) ©t>7t Ko77>fI (lmL 

) *iTLfc e mt> i mmwrn. 5 -e# bint: 2- u^y^y 

) xf;v ^yy\3i- Y^BM (1. 0 8g) fci&bnLfco h ij.x^;V7 3 > ( 
0. 7 0mL) ©ff7tKn77« (lmL) fciftTgU ^Z&-C&^fc# 
Lfc 0 ffifcmMfe, MMfefc* (5 OmL) fcflnx., Rilfcx^/i, (5 OmL) "C 
fftmt^o SNUJ^VJB (5 OmL) -C^^ teWSlfcv^i' 
7A«L/: D MEEaftMl — W^^t > 9 Kn 77 > (20mL) 
Lfco (R) -2- [ [ [3-^7^-4- (2, 2, 2-f'j7WxfJf 
v) -2-tf'Jv;i/| x;V7^^;v] -iH-^>X/f5r/-;v (1 

. 1 1 g) „ hV^JVT5> (0. 8 4mL) „ 4 -S^ ?-;V7 ^ ^ tf V v> 

(0. 0 3 7 g) fcastnu 6 ott«»i^ 0 iEiit, m^m^Tk ( 

5 OmL) «:Jnx> ff^^ (5 OmL) t»(lSU;, Mfcc-*-*'**:**!*: 
itTfc (5 OmL) -e^^.^7jc^m^^^v^^-e^L7to «JEifcJ6&, 591 
W*77'r>ay'J*^*7A^n7h^77'f- (T-bh^ :^"9-> = 
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113. I^t3 : 2tIHl) X-m^LtZo 7*hy-^if^-f/l/J:l)fe 
1. 0 9g) LT#£ 0 

1 H-NMR (CDC 1 3 ) :2. 22 (3H, s) , 3. 12 (3H, bs) 
, 3. 5 0-4. 3 0 (2 H, br), 4. 37 (2H, q, J=7. 8Hz) 
, 4. 68 (2H, m) , 4. 8 0-5. 2 0 (2 H, br) , 6. 63 (1H 
, d, J = 5. 7Hz) , 7. 2 6-7. 4 8 (5H, m) , 7. 53-7. 6 
1 (1H, m) , 7. 82 (1H, d, J = 8. 1Hz) , 8. 04 (2H, d 
, J = 7. 2Hz) , 8. 33 (1H, d, J = 5. 7Hz) . 
[0 119] 



2- [ [2- [ [ [3-^^-4- (2, 2, 2-h 1 J7Woxb 

Jftie^ (h'^nn^fA') (0. 99g) Or>7tKn77>iI (30 
mL) ^7jt<tT\ tf 1 ; (0. 8 1mL) Ofh7HFn77>W (2mL 
) £MTLtz 0 7Xi^T> 3 0^i#t, ##^J5-e#«btL^2- 

^y^x-h^g (2. 1 6 g) fcSgftlLfco h »J .x-^l/TS > 
(1. 3 9mL) Ofb7t:Kn77VM (2mL) M^T- 1 



[ft 8 4] 
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»#L;fco ^|Ji:Siif;V (1 0 OmL) k*(10 OmL) 

fcflniU »t^ 0 *5WU I^O^TK (5 OmL) T'fti^ 

4 OmL) fc«M*Lifco 2- [ [ [3-^;V-4- (2, 2, 2-J> i ;*7;V* 

ox b ^ v) - 2 - try ^ - 1 H-^^x-f ^ *v 

(2. 9 0 g) , h'j^^;l/T^> (2. 2 OmL) „ 4-^^75/ 
kf'J^y (0. 0 9 6 g) £«U 6 0t^2B#W8M$Lfco MJEMfiu & 
W^tCl^m^-^-^ (1 5 OmL) fc7fc(80mL) ZlMz., mWVtz 0 WfWL^ 

jum*fmL\*. ma-kM.* (5 omL) mfomt^y^sv^ftflk 

&+2>Z.b\z£*)^ mUtt&m (2. 6 2g) ^@#tfC#^o 
1 H-NMR (CDC 1 3) : 2. 22 (3 H, s), 3. 13 (3H, bs) 
, 3. 6 8-3. 9 8 (2H, b m) , 4. 38 (2H, q, J = 7. 8Hz) 
, 4. 69 (2H.ni)', 4. 80-5. 10 (2H, bm), 6. 64 (1H 
, d, J = 5. 7Hz) , 7. 2 7-7. 4 8 (5H, m) , 7. 59 (1H, 
m) , 7. 83 (1H, m) , 8. 06 (2H, d, J=6. OHz) , 8. 3 

5 (1H, d, J = 5. 7Hz) . 

[0 12 0] 
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Mb 8 5] 




0— CH. 



2- l*<f-fr [ [ (R) -2- [ [ [3-^^;V-4- (2, 2, 2-h'J7;V 
^ujnh^v) -2 -if; v^v] xiuy 4 =- )V\ - 1 H— ^ >X>f 5 V 

Mtf^ (h'J^nn>f;v) (0. 5 8 4 g) Ofh5i:Kn79>'»« (1 
8mL) HtK?%-T. v> (0. 4 9mL) h7HKn77>It (lm 
L) Sr^TL^e 2fc*rT. 4 0^Jim ##^16-e#f>^2- (p^^T 
^y) m-fr 4-* h^r^W^- b*am^: (1. 4 8g) ^^inb^o h 

'Jxf-;V7 5> (0. 8 4mL) b7tKn77>II (lmL) 
, ^S-e8 O^TO^LTto MJEm^> JfeS&fcK*^*' (8 OmL) tfc 
(5 OmL) £2JD^ m#U^o H^^WSSr^UKU S&fa:f£&7fc (3 OmL 

KD77> (2 5mL) HitflfLfco (R) -2- [ [ [3 4 - (2 
, 2, 2-b'J7Hnx>^y) - 2 - 1? 1 ; v^V] ^ ^] * *7 /f — ^] - 
lH-^>X^f^r/-;V (1. 5 5g) > h'jxW^V (1. 1 7mL) 

, 4 -v^;vr (o. 05 i g ) fca&imu 6 0t-C3^» 

L/Co WEftMrft, «9»P»i^f-^ (1 5 OmL) (5 OmL) Srftnx. 

. W¥Ltzo mn^^mzfrtyu mu^M* (somD irtk«5 
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feo ft*i^-^4r^>^feWtt*^*ifc»=J:^, (1. 08 g 

iH-NMR (CDC 1 3 ) 12. 22 (3H, s), 3. 11 (3H, bs) 
, 3. 6 8-3. 9 0 (2 H, b m) , 3. 85 (3H, s) , 4. 37 (2H 
, q, J = 7. 9Hz), 4. .5 8-4. 72 (2H, m) , 4. 82-5. 1 
4 (2H, bm) , 6. 63 (1H, d, J = 5. 7Hz) , 6. 91 (2H, 
d, J = 9. 0Hz) , 7. 2 7-7. 4 0 (3 H, m) , 7. 82 (1H, m 
) , 7. 99 (2H, d, J =9. 0Hz) , 8. 33 (lH,,d, J = 5. 7 
Hz) . 

[0 12 1] 

mmm7 

[<t8 6] 




2- |>?-;V [ [ (R) -2- [ [ [3-^;V-4- (2, 2, 2 - Y V 7 )V 

(h'^nn^f;v) (0. 5 8 2 g) Ofb9t Kn79>ift (2 
OmL) ^t{c^T. tTV v> (0. 4 9mL) ©rh7tKD7^>it ( 1 m 
L) ^ITLfco MT, 3 O^fflim ##0B7TMt&*ifc2- (^;V7 
3-^nn^>Vx-MSI^ (1. 5 0 g) ^^itlL^o M 
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if;VT5> (0. 8 4mL) Or h7t Kn77>M (lmL) iWsM^ 
|fit2lWUio *ffiifcR&&. SWfcfcMfc*.*-* (8 0mL) (4 
OmL) SriDx., tltfUfco *H^^«*^U ^^tK (2 5mL) t? 

75> (2 OmL) fc&flFLfco (R) -2- [ [ [3 4- (2, 2 
, 2 - h y 7;v^-njchi|rv) ^ — ;v] - 1 H 

5 (1. 4 4g) > >'jxW5V (1. 09mL) . 4 

-y^W^H''Jy> (0. 0 4 8 g) *»JnU 6 0T^3R#WSi#L.fc 
o «ffi*B&m. «Sf»^ftBli^^ (8 OmL) £tK (4 OmL) £#nx.> 

t/io mmx-rfrmzfrtyL, mm^m^ (3 omD -esfcit^ m&wm**y 

77>f - (f»x?-;v : ^*-9-^= 1 : 2, ft^-ci : l-ei&to) tiHU IK 

flMfc^ (0. 8 4g) fc^-fe^n^t LTt#£o 

1H-NMR (CDC 1 3 ) :2. 21 (3H, s), 3. 12 (3H, bs) 
, 3. 7 8-4. 0 8 (2 H, b m) , 4. 38 (2H, q, J = 7. 8Hz) 
, 4. 6 4- 5. 0 8 (4H, b m) , 6. 64 (1H, d, J = 5. 2Hz) 
, 7. 3 4- 7. 4 2 (4H, m) , 7. 56 (1H, m) , 7. 82 (1H, 
m) , 7. '94 (1H, d, J = 7. 6Hz) , 8. 02 (1H, s) , 8. 3 
4 (1 H, d, J = 5. 2 H z) . 
[0 12 2] 

mmms 
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F 



2- \_*<f-)V [ [ (R) - 2- [ [ [3-^;V-4- (2, 2, 
y-;v-l-^T;v] r^y] 3, 4-v7;i'tn^>yx 

ItBfe^* (f'j^na>f;v) (0. 582g) Wfh7t: Kn7 5>j§^ (2 
OmL) K7jt<tT\ fcfVv^ (0. 4 9mL) Orh^t Kn77>it (lm 
L) fc^TLfco ?XitT\ 3 0^mm^ ##^J8r-#«btL7>c2- (^f^7 
xf;v 3, 4-^ , 7;v^-n^>V^- h^m^ (1. 5 1 g) «tJPL 
fc„ HJ jc^-;vt^ > (0. 8 4mL) Of h 7t Kn77>il (lmL.) * 

i:7jc (5 OmL) £3JD;U m#L^o 1*^^)1 £tWU $&mikM& (3 0 
mL) ilTjc^m^^^v^^T'^L^o MJE^iiU M^fh 

7tKD77> (2 5mL) K^ML-fZo (R) -2- [[[3-^^-4- 
(2, 2, 2-f'j7;Hnxb^rv) - 2 - fc? D ^f^] X;V7^>=-;V 

] - 1 H-^VX^ ^ (1. 7 1 g) , H;j^;l/y^> (1. 2 9m 

l). 4-^f^75y ey y> (o. 05 6 g) £$s;&nu 6orT*i7B# 

r^^t^o ^EE^tm. ^^I'g^m^^^ (1 0 OmL) tTjt (5 OmL) 
SrflDx^ m#L^ 0 Sl^^f-^Jt^JfcU 7X®=lr^^^ (2 OmL) T'tt 
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mLtto WE®L3- J f-$'M*&*>^ ^n^TfC (3 OmL) f&MX&r? 
SittV'J*m7A^a7>^57'f«- : ^^^>= l ; l 

nr-^^-yfrb&m&'t&ztKXL mmit&m (l. 3 7 g ) £&s-fe@# 

iH-NMR (CDC 1 3 ) 12. 21 (3H, s) , 3. 11 (3H, bs) 
, 3. 8 2-4. 0 8 (2 H, b m) , 4. 38 (2H, q, J = 7. 8Hz) 
, 4. 60-5. 14 (4H, bm) , 6. 63 (1H, d, J = 5. 7Hz) 
, 7. 20 (1H, m) , 7. 33-7. 41 (3H, m) , 7. 78-7. 9 
2 (3H, m) , 8. 33 (1H, d, J = 5. 7Hz) . 
[0 12 3] 



2- |>^;v [ [ (R) -2- [ [ [3-*^;v-4- (2, 2, 2-h;-7;v 
tnxf^y) -2-fc°V v^] ^^7^-;v] - 1 H-^^X-f ^ V 

)V\ ;v] 757] 4-h 1 J7;vtn> h^y^ 

>7'i- h 



Hfc8 8] 




•0-fF 



HitE# 2003-3057270 



2003-041085 ^ ^-v : 106/ 



RflfX (h'J^nn^fjv) (0. 5 8 2 g) <Of 1^7t Kn7 7>Ii (2 
OmL) KtJc^T, v> (0. 4 9mL) Of h7 ^ Kn75>j#t ( 1 m 
L) WLt^ 3 0«m ##^J9"e#f>tL7t2- (^f^7 
^y) jn.^;V 4-h i ; , 7;V^n^ b^rv^W^-h^m^ (1. 7 9 g) * 
atf: 0 h'Jxf;V7 5> (0. 8 4mL) «f b7tKn77>iI (lm 

D sa-ei. 5^f«#l/c 0 ^tj^m^^ ( 

8 OmL) t7k (5 OmL) £;0nx.> m#Lfc 0 >WB £?WU l&fO^ 

(3 OmL) T'^m^ te^m^^^v^^-e^t^o »JEMU £1 
b7t Kn77> (25mL) ^fi?L£o (R) -2- [ [ [3-* 
^;i/-4- (2, 2, 2-h i ; , 7;i/^n^h^v) -2-fc?Vv;v] ^^^] * 
)V7 4 =.)\s~\ -lH-^^V^^V-^ (1. 5 7 g) . H;^;WT^> ( 
1. 1 8mL) . A-*J*<f- ;VT^y \£W> (0. 0 5 2 g) ^»t, 6 0 
"CT4. 5B#F B m#L7t:o «JE**t&> »gi»i:ftKifA' (1 0 OmL) ^tK 
(5 OmL) £2J[];L> m#L/^o ^m^>>Wf £5mU Tjdf (3 

omL) x-mmLfzo mw.z-'f-frm*^^, am-kM.-*. (3 omD x-mmk 

07^77^- .: vn^-9->-= 1 : 1 x*mtti) «L> $ b ic^ 

aktev; 7j^;i/7j9A^n-v YFyyj - : ^3r^>= 1 : 

ffi) -Cflia-r&ittCJ: 19, MMfrfrtt (1. 4 4g) ^yny^httfl 

tz 0 

1 H-NMR (CDC 1 3) :2. 22 (3H, s), 3. 11 (3H, bs) 
, 3. 8 5-4. 0 5 (2H, b m) , 4. 38 (2H, q, J = 7. 8Hz) 
, 4. 60-5. 12 (4H, bm) , 6. 64 (1H, d, J = 5. 7Hz) 
, 7. 24 (2H, d, J. = 8. 7Hz) , 7. 25-7. 40 (3H, m), 
7. 82 (1H, d, J=7. 2Hz) , 8. 09 (2H, d, J=8. 7Hz 
) , 8. 3 3 (1H, d, J = 5. 7Hz) . 
[0 12 4] 

mmm 1 o 
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Mfc 8 9] 




F 



2- [ [ (R) -2- [ [ [3-^^;V-4- (2, 2, 2-h'J7;i/ 

tnxb^fy) -2-fc? 1 ; v^v] x;V7 ^ -lH-^>X^f^ 

(h'J^nnj<f;v) (0. 5 8 2 g) Of Fn77>II (2 
OmL) KzlOtT. tfUv^V (0. 4 9mL).cOf >7tFn77>M ( 1 m 
L) tiTU, MT, 3 0^tm 0*C#t>ttfc2- 
7^7) .x.^;^ 4-7;i/tn^Wx- (1. 4 0 g) *fiL/co 

h vj jn^;i/T^ > (0. 8 4mL) Wfh7tKn7 7>'M (lmL) Sr^sin • 
?£u ^T-2B#^#b/Co MJEjiit^ ^^Kf^x^V (8 OmL) ^tK 
(4 OmL) Srinx., m#L/Co im^i^Hf £^IRL> f&ffl^TK (3 OmL 

) xmm&, i&TK^m^^^^^A-e^Lfco ^jkiml, >7t 

KU77> (2 OmL) KmMLtz 0 (R) -2- [ [ [3-^f;V-4- (2 
, 2, 2-h'J7Jl'tnx>i|ry) ^^^] ^] - 

lH-^X^f^7*-;V (1. 3 2 g) > b'jxwr/ (1. OOmL) 
. 4-yVW^7tf;y> (0. 0 4 9 g) fc^illU 6 0t:t'l 4. 5B# 

wsb^l^o WEEft«rife, n^m^mm^^ (i 5 omD t*. (5 omD 
fcj&n*.. aa^Lfco ffi^^-^wi^-jRu i&fa^Tfc (3 omD x-mmk. 

mm^2 003-3057270 
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Hffift^ (1. 3 9g) LT#fCo 

1H-NMR (CDC 1 3) : 2. 22 (3H, s) , 3. 12 (3H, bs) 
, 3. 7 8-4. 2 0 (2H, b m) , 4. 38 (2H, q, J = 7. 8Hz) 
, 4. 5 8-5.. 0 8 (4H, b m) , 6. 65 (1H, d, J = 5. 6Hz) 
, 7. 11 (2H, t, J = 8. 4 Hz) , 7. 28-7. 44 (3 H, m), 
7. 81-7. 86 (1 H, m) , 8. 03-8. 11 (2H, m) , 8. 35 
(1H, d, J = 5. 6Hz) . 
[0 12 5] 

mmm 1 1 

Ut9 0] 



2- [ [ (R) -2- [ [ [3-^^;v-4- (2, 2, 2->'J7;V 

V*-^- 1 ;V] T^/] 3, 4, 

(b^nn^f;i/) (0. 60g) Ofh5tFD7?>i* (30 
mL) ^tK^T> tfVvV (0. 4 9mL) «0f h7t Fn77Vili (lmL 
) *«TU, ?K^T> 1 O^iim tfil lT»#ibtt/c2- 




0 



O-CH3 
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U)xf^ 3, 4, 5- h 'J ;* h*'^>7x- hl&miM. (1. 2 2 g) £ 
«JnLfco b»J^>UT5> (0. 8 4mL) Of f7tKD77^t ( 1 m 
L) *«Tfc, M-eH^WaB^Lfco «flE«M§^ (5 0mL) £ 

JDX.^ H*"^^ (5 OmL) •C^ffib^o ftBlJ.^>WB**afflfc (2 OmL) 
, l^n^TK (5 OmL) T?Sfei§M£, A-efgj&Lfco &EEft 

»U ^?^f >7t KD77> (2 OmL) fcfcffiLfco (R) - 2 - [ [ 
[3-^f;V-4- (2, 2, 2- H; 7Wnxf^) -2-tr9v^] ^ 
^^-7-f-;v] -iH-^>xV5r/-;v (1. 1 1 g) > fVifA' 
7T/ (0. 8 4mL) , 4-^W5yt?yy> (0. 0 3 7 g) =»;&n 
L> 6 0r-C3NF^> ^?fit*2 0ll«JfU, (50m 
L) fcillx.. ftK^^^ (5 OmL) -CWlffiLfco ftK^^^SSri^O^tt* ( 

5 omL) mfrffim.^r^i'VA-ewkLtio $&i±nkmik, n&%a* 

77>r>ay'J *W5A^a7b/77-f- (T-t h > : ^-9-> = i : 3 

„ iv>T3 : "ctimirzzbiziLt), mmiY&w (i. 5 6 g ) £ir 

feT ; e;v7 7^i#:fc Ltffco 

1 H-NMR (CDC 1 3 ) :2. 21 (3H, s) , 3. 12 (3H, bs) 

, 3. 5 0-4. 3 0 (2H, br) , 3. 83 (6H, s) , 3. 90 (3H 
, s) , 4. 38 (2H, q, J=7. 8Hz) , 4. 67 (2H, m) , 4. 
80-5. 15 (2H, br), 6. 64 (1H, d, J = 5. 7Hz), 7. 

2 5- 7-. 4 0 (5H, m) , 7. 7 8-7. 8 6 (1 H, m) , 8. 3 3 (1 
H, d, J = 5. 7Hz) . 

[0 12 6] 

mm 1 2 
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[ft 9 1] 




HoC — N H,C 0 



0 



F 



F F 




2- |>?-;v [ [ (R) -2- [ [ [3-^;v-4- (2, 2, 2-hU7;V 
tnxf^y) -2 -try v*;v] ;v] -iH-^>X/f 
y-;v-i--f;v] ;v] 7^y] 2 

h 

jf»lf^ (f'^nn^f^) (0. 4 2 2 g) b7tKn77>i! (3 
OmL) K:fc?frT> H° 1; v > (0. 3 4 5mL) SriiTt^o MT> 3 0 55-IW 

##M 1 2 -e# *t£ 2 - (^f;v7^y) 2 - e y ^ * ;v 

^'>l>-hdi»fi (1. 08g) ^ttt, f'jxwr/ (l.-19m 

D tmrfc. iai?2«FiBi«#L^o wtuL/iHfrSrawiu mmzmmokm 

Ltzo ^»ff7t Kn77> (1 OmL) fc$£#U (R) -2- [ [ [ 

3- 7^;V-4- (2, 2, 2-b'j7^nx>^y) -2-t°'Jy>] ^ 

;u] ^;V7^f-^] -1H-^>X^.5 (1. 3 1 g) > 

(0. 9 9mL) #0*4 (0. 0 4 3 g) &^jJD 

L, 6 0"C-e2 4WMit#L/;o RS^^m^-^^ (1 0 OmL) *Jnx.> 7X 
(1.0 OmL) JkTffm&Mfo (10 OmL) T?«fei§M&, mUGm* Y V V A t? 
•8ft U «E*»L3to M^IItty , J*7 f ;V*7A^DYf^77^- ( 

gf^jnf-;V : 4 : lTi&W) x*m&i>tz 0 7-b>>-^W-f 

^^^ H B B ft1-^>^t^J: 0, IRfflft^ (0. 9 g) fcS-feHtei: LT»fc 0 
1 H-NMR (CDC 1 3 ) : 2. 22 (3H, s) , 3. 16 (3H, s) , 
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3. 8 0-4. 2 0 (2 H, m) , 4. 38. (2H, q, J = 7. 8Hz) , 4 
. 60-5. 10 (4H, m) , .6. 64 (1H, d, J = 5. 8Hz) , 7. 
2 9-7. 4 0 (2H, m) , 7. 4 7-7. 5 2 (2H, m) , 7. 81-7 
. 89 (2H, m) , 8. 14 (1H, d, J = 7. 8Hz) , 8. 34 (1H 
, d, J = 5. 8Hz) , 8. 7 5-8. 7 9 (1 H, m) . 
[0 12 7] 

mmm 1 3 

[<b9 2] 




S CH 3 



2- [^^-;V [ [ (R) -2- [ [ [3-*J-)V-4 - (2, 2, 2 - V V 7 

tnx^y) -2-h°i;^;v] x;v"7^-;v] -ih-^vxV^^ 

Ft^tf* (f'J^nn^f;v) (0. 6 5 2 g) Orf7t KD7 7>It (1 
5mL) ICyXitT. t''Jy> (0. 5 5mL) Of >7tKn77>M (lm 
L) ^iTt/:o tK^T> 3 0^im tffajl 3t|#?>ti^2- Ut^v 
T^y) ^f-;V ;* h^i/T-fex-h (0. 9 9g) ^SDL/io 1ST»3^ 
m^tTto MEEMim, »«Wfcfm^/l' (8 OmL) £tK (5 OmL) «rHn 
jl^tfeo ftix^f^L, (3 OmL) T?i5fc*§^ Mfc 

Si77*y7A«L/;o iEiMIU »S«l*f h5tKD79> (1 5 
mL) H*»L^o (R) -2- [ [ [3-^^;V-4- (2, 2, 2-h'J7 

miE#2 003-3057270 
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fr^S-)V (1. 1 3 g) > YV3L?-)VT<> (0. 8 6mL), 4-v^^T 
(0. 0 3 7 g) £$SJnU 6 0f|»Uc o tJEtlt 

> m^Kmii^^ (8 OmL) fcTR (3 OmL) ^iPx., «#L£ 0 

<f-)vm*5m\^, mm^frmzf^fimfrmi-ivv&frmfc (3 0mD , 

7K (3 OmL) T?i5fc?§M&> &*flfc&^r*'>*A^k*Lfco ^JESlf, 

: ^**)r>= l : l, Iv>t3 : iri#ffi) -effil!J1-&£ 

£ «£ > tlSlfc'S-^ ( 0 . 5 8 8 g) ^ifeyn7 7°i:Lt#/:o 
1H-NMR (CDC 1 3 ) 12. 32 (3H, s)', 2. 68 (3H, s), 
3. 48 (3H, s) , 3. 6 9 -4. 0 2 (4H, m) , 4. 38 (2H, q 
, J = 7. 8Hz) , 4. 67 (2H, t, J =6. 6Hz) , 4. 99 (1H 
, d, J = 13. 9Hz) , 5. 12 (1H, d, J = 13. 9Hz), 6. 6 
3 (1H, d, J = 5. 7Hz) , 7. 2 9-7. 4 6 (2H, m) , 7. 62 
(1H, m) , 7. 81 (1H, m) , 8^ 25 (1H, d, J = 5'. 7Hz) 



[0 12 8] 

mmm i 4 

[4fc9 3] 




0 

CH 3 

2- [*i-)l> [ [ (R) -2- [ [ [3-***- 4- (2, 2, 2- 
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(h'J^nn^f^) (1. 3 1g) b7tKD77>if (4 0 
mL) KtK^T, (1. 0 7mL) <Dr Y 7 Kn 7 9 (2mL 

) «rif;o 7jc^T. i o frf^mm, ##m 4t#e,^xf^ 2- ( 

^f;V7^) J.f"*' h«L&& (2. 02g) %mUVfco HJ.-*- 

f;V7 5> (1. 8 4mL) ©fh9t KD79>iltt (2mL) fcfllT^ M 
S-Ciram^t/Co #Bmm&. SWIfrfc* (1 0 OmL) *J0£. If***" 
;W (10 OmL) "CWlffib^o ftBft^^»*0. 2N^t (5 OmL) > 

(i o omL) -em&%t. m*wm^r**s*A"*i&*^o m&mmv 

, ^t^xh^t: Kn79> (5 OmL) fc&fllLfco (R) -2- [ [ [3 
_^ ;l/ _ 4 _ ( 2> 2, 2-h i ; > 7;v*n^>*~» -2-tf; 

] ^;V7^-jV] -lH-^VX^^r/-;V (3. 6 9 g) . b'Jxf/l/T5 
> (2. 0 9mL) > 4-^W5/t a 'Jy> (0. 1 2 g) Sr&siJnL. 6 

or-eeBtra, aa-c8Wpn«»L^o WEausim. d o omD 

&fln*-. ^m^-f-^ (i o OmD tiffiUio fjsBtJ^wi&l&ftfcffl*. (l 

0 OmL) -e«fe^, fc*««^**>*A^tt*L;fco «bes«»^ 
Sitty , J*^*7A^n7F^77'f- (ftH^f-^: ^^>=3 : 7. 

;vxi-T-;v^ibS^ B B H i-^-i:^i *9> mmft&m (3. 8 4g) 

1 H — NMR (CDC 1 3 ) : 1. 32 (3H, t, J = 7. 2Hz), 2. 2 
3 (3H, s) , 3. 10 (3H, bs) , 3. 5 0-4. 2 0 (2H, br) 

, 4. 22 (2H, q, J = 7. 2Hz) , 4. 39 (2H, q, J = 7. 9H 
z) , 4. 45 (2H, m) , 4. 80-5. 15 (2H, br) , 6. 65 ( 
1H, d, J = 5. 6Hz)., 7. 3 6-7. 5 0 (3 H, m) , 7. 84 (1 
H, d, J = 7. 8Hz) , 8. 35 (1H, d, J = 5. 6Hz) . 
[0 12 9] 

mmm 1 5 
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[ft 9 4] 




F F 



<iV7u\£p 2- Itf-fr [ [ (R) — 2 — [ [ [3-^"f-;V-4- (2, 2 
, 2-f 1 J7^nx>^>) — 2 — tfy >?;v] x;V7^~;i/| -1H 

-^>X^f ^ W-fr- 1 ->f/i/] T^y] 
fit 1 ®.*?* (b^on^fjl/) (0. 50g) Of h7kFn77>iI (30 
mL) KaWfrT* (0. 4 0raL) «f f5tKn77>M (lmL 

) 'tirufco tK^t, n$mtt&& ##m 5-e#«bn^-r v/ne;v 2 

- (^^;VT^y) (0. 9 9g) fc^JPLfco b 

ijxf;V7r/ (0. 7 0mL) ©rh7liFn77« (lmL) *?RT& 
,iS?lHM^Uo ^Sl^ (HJ7nn^f;v) (0. 5 0 g) , fc 8 'J 
v> (0. 4 0mL) Ofh5tKn79>»« (lmL) > h V xf^7 ^ > 
(0. 7 0mL) Of f7t KD7 9V»» (lmL) fcJKfeitinU £ifrT? 1 
UIIJBfLfc. WEEiM^ SlWfc* (5 0mL) Z1n?L, S»xf^ (5 0 
mL) -efflffiLfco ftg^f /WB&*&*nitttL3fc (5 OmL) -Ctfcit^ 
v^^i/^A-C^L^o «EIll, ^»^f b7HKn77> (2 OmL 
) KmffiLtZo (R) -2- [ [ [3-^f;l/-4- (2, 2, 2-h';y;v* 
njch4r-» - 2 -tP; vJV] *f/i/] x;v7-f— ;v] -iH-^>X>f^r/ 
(1. 1 1 g) . h >J.x?-;VT5 > (0. 8 4mL) . 4 f ;VT 5 y 
t°V^> (0. 0 3 7 g) SriKiraU 6 0t:tl 2P#P^ ^ffi-C3 BWa#L7t 
o (5 OmL) &inx.> IM*-**-^ (5 OmL) "Cffiffi 
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Lfco Sl^^Wt &f&f0:£3t7fc (50mL) -Ctfe^. &*ffiBN'$ r *->*.k 
* - (T4rh> : ^^>=i : 3> iv^t3 : 2t§{U) -CJft^U s&fcat 

^vM 1 y If ;V^-x;v^f>^B H H-r & - *w J: . ^Mlt^ ( 0 . 5 8 g 

iH-NMR (CDC 1 3) ! 1. 31 (6H, d, J = 6. 3Hz) , 2. 2 
3 (3H, s) , 3. 08 (3H, bs) , 3. 4 0-4. 3 0 (2H, br) 
, 4. 37 (2H, q, J = 7. 9Hz) , 4. 3 2-4. 5 3 (2 H, m) , 
4. 8 0-5. 2 0 (3 H, m) , 6. 63 (1H; d, J = 5. 7Hz) , 7 
. 35-7. 50 (3H, m), 7. 83 (1H, d, J = 7. 2Hz), 8. 
.3 4 (1 H, d, J = 5. 7 H z) . 




'3 



^y/nkf/P 2- |>^;V [ [2- [ [ [3-^^;V-4- (2, 2, 2-h 
i;y;v^-n^ h^r'» - 2 - \£ V i? )Vl p^V] X;>7^;v] _ih-^>X 

^mtf^ (h'J^no^fjV) (0. 5 8 2 g) Of h7tKD77^ (2 
OmL) £2k*frT\ k?VS» (0. 4 9mL) <7)f Kn77>l« (lm 
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2- (^f;v7 5/) s.^)v (i. i 8 g) £$$nLfc 

0 yi)3L?-)\sT<>. (0. 8 4mL) Of F7t FD77>i$ (lmL) £^ 

urn. m.u^2mmw^Ltzo m&mm&, n^m^wm^^ (somD t 

(3 omD ^rinx.. mWLtz 0 mm^^m^^L, ^n^7X (3 0m 

isKn??* (25mL) lc^Lfc 0 2- [ [ [3-^f ^-4- (2, 2, 
2 _ >i; -7;v^-noib^v) - 2 -h? 1 ; j*?-^] ^ - 1 H- 

^X-f ^ yV-fr (1. 7 3 g) > fiJxf;l/7^ ^(1.3 lmL) > 4- 

(o. 0 5 7 g ) fc^inu 6 ot^5i$ra«#Lfco 

iESlt> ^W^m^-^^ (1 0 OmL) ^7jC (5 OmL) £inx., MW 

htzo fflFm^^mzfrMu mn$M7k (somu xmmk, m^Mwt^y 
\£)i,x.-T)i'frbm%kMi-tz>ztK£ *k ma^fb^ (i. 2 0g) ^^-fe@# 

1 H — NMR (CDC.l 3 ) : 1. 31 (6H, d, J=6. 6 Hz) , 2. 2 
3 (3H, s) , 3. 08 (3H, bs) , 3. 5 0-3. 9 0 (2 H, bm) 
, 4. 38 (2H, q, J=7. 8Hz) , 4. 3 6-4. 5 8 (2 H, b m) 
, 4. 79-5. 15 (3H, m) , 6. 64 (1H, d, J = 5. 7Hz) , 
7. 3 5-7. 4 8 (3H, m) , 7. 83 (1H, d, J = 7. 5Hz) , 8 
. 3 4 (1 H, d, J = 5. 7H z) . 
[0 13 1] 

mmm 1 7 
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Ht9 6] 




s<>Z?)V 2— \.* c f-)V [ [ (R) — 2 — [ [ [3-^^;V-4- (2, 2, 2 

-f'J7^tnxh^y) - 2 -t?'; v^]^;]/] ^ -1H-^ 

RmtT* (b'j^nn^fjv) (p. 5 0g) ©f>5tKD79>«f« (3 0 
mL) &Czk^T> tf'Jy^ (0. 4 0mL) Of b7t KD77« (lmL 

j *«TL/io 7Xi£T\ lBfr^mm^ ##m 6-c»?>*tfc^>^ 2- ( 

^W^y) #->j?*-hffiBfe& (1. 0 8g) zmuLtzo hux 

W5> (0. 7 0mL) Of f7tFn7 7>j|f (lmL) fcflST^ M 

^LX^mmwLtzo m&mm^ jmwii:* (5 omD £2ra;U ( 

5 OmL) -elftffit/io li^^^Hp ^SfrftJ^TK (5 OmL) -C?feitK&> fe^K 
«tT^^y7-A«L^ 0 MffiMiL, 5lWf b7HFD77> (2 0 
mL) K^HLTvio (R) -2- [ [ [3 -^f ;V-4 - (2, 2, 2 - h V 7 
Wnx b^v) -2-tf i ;v;v] ^f;v] x;v7^x;v] -lH-^>X-f^ 
jT*S-fr (1. llg), MJjc^TS > (0. 8 4mL) „ 4-y^f;VT 

^ye'jyv (o. 0 3 7 g) *«aniu 6 ov-?mmnLtz 0 m&mmtit-* 

1%%*®}^ (5 OmL) fciniU WpWt^fV (5 OmL) TffttB L,?z 0 WW.^ 

frm*mu&t&fc (5 omD x*mm&, i^wiv^y^Atiaufc. m 

mSMfe, ^f»^777yay'J*7 , ;^7A^nYb^77^- (T-th> 
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msit;^ (i. i7g) *|ffife@#i:b-r#^o 

lH-NMR (CDC 1 3) : 2. 2 2 (3H, s) , 3. 0 5 (3H, b s) 

3. 5 0-4. 2 0 (2H, br) , 4. 37 (2H, q, J=7. 8Hz) 

4. 4 6 (2H, m) , 4. 8 0-5. 10 (2H, b r) , 5. 17 (2H 
s) , 6. 62 (1H, d, J = 5. 6Hz) , 7. 2 6-7. 4 8 (8H, 

m) , 7. 7 7-7. 8 8 (1H, m) , 8. 33 (1H, d, J = 5. 6Hz 
) . 

[0 13 2] 

mmm 1 8 

Hfc9 7] 




2- [ t (R) -2- [ t [3-^^-4- (2, 2, 

«^ (h^nn/f;v) (0. 48g) Oth^FW/** (2 0 
mL) K*^T. tfvVv (0. 3 9mL) ©tK7i:Kn7r/it (lmL 
) ^TUfCo7K^T. 2 #^17f#Wc2- (p^T 
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^y) x h 7t Kntf 9>-4 --f ;W httafeHl (0. 96 

g) SriSinUTto b 'J^f^T^ > (0. 6 7mL) h7tKn77>M 

(imD *mr&. mM-c2mmmwLtz 0 msmm^ (50m 

L) £2jnx.> fif^a^/l/ (5 OmL) •CffctBLfco Mfc^/WB* 0. 
(2 0mL) , mffi-gMfc (5 OmL) xmWik. fe2jtflfcBft*T 7* ~> * A ^S£^ 
L/co «JE««IU ^Wf>7tKa77> (2 OmL) fc&JBLfco (R 
) -2- [ [ [3-^;V-4- (2, 2, 2-h'J7;Vtnxh#y) -2- 

x^y^-^] -iH-^>X^r/-;v (l. 2 6 g) 
„ biJiWr/ (0. 71mL), 4-> J ^^;VT^y WW (0. 04 

2 g) *i»L> 6 or-c6^, mL-Qznmm^ito m&mm&, mm 

KTfc (5 OmL) fcillx^ m&x-?-* (5 OmL) -CfftffiLfco 

i^jAffi* (5 omD -c?5fe#-m. m^mrr^^iy^^^mLtzo m&mm 

« (1. 4 5g) *«rt§LH#fc LT»fc 0 

iH-NMR (CD C 1 3 ) : 1. 64-1. 81 (2H, m) , 1. 92-2 
. 03 (2H, m) , 2. 23 (3H, s) , 3. 09 (3H, bs) , 3. 4 
0-4. 30 (2H, br), 3. 45 -3. 57 (2 H, m), 3. 87-3 
. 97 (2H, m) , 4. 38 (2H, q, 1 = 7. 8Hz) , 4. -45 (2H 
, m) , 4. 77-5. 15 (3H, m) , 6. 64 (1H, d, J = 5. 7H 
z) , 7. 3 5-7. 5 0 (3 H, m) , 7. 83 (1H, d, J=6. 9Hz 
) , 8. 3 5 (1 H, d, J = 5. 7H z) . 
[0133] 

mmm 1 9 
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0 



CH 3 

2-* F^yxf;y 2 - f-)V [ [ (R) - 2 - [ [ [3-*^- 4- ( 
2, 2, 2-fV7;vtcxh^» - 2 - >?;l/| Xfryj-fr] 
-IH-^vX^rZ-A'-l-^] 7?/] 

&Bft^* (h'J^na^f;v) (0. 5 9 g) <DT h 7 t: Kn y 7 (2 0 

mL) HtK^T> tf'Jv> (0. 4 9iftL) Of h7t Kn7 5>il (lmL 

2- (^W?y) (1. 0 7 g) £«i 

LTto (0. 8 4mL) Ofh7tKn77>M (lmL) 

£$T^ ^X-immmWLtZo M.&tikmk, $S©%frC7fc (5 0mL) &Jnx. 
„ (5 0mL) ^ffit£ 0 Sf*^;Wl£0. 2N«(2 0mL 

) . maikt&7k (5 omD T~mm&, ^mm^^^^u^x^mLtz 0 mj± 

iiU »^fh7tKn77> (2 0mL) tc^L/c 0 (R) -2- [ 

[[3-^f;u-4- (2, 2, 2-f;7;i/tnxb3fy) _ 2 -tfy^] 
**f-fr"\ ^;v-7^-;v] -iH-^>^ir/^v (1. 8 5 g) . 
;W7^> (1. 0 5mL) , 4-^f;i/T^e'Jy>' (0. 0 6 1 g) 
JDU 6 or-C6WW. S»-C8B*W*#Lfco MJ±si*§?£> 2*S*&fc7fc (5 0 
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mL) *inx.. S^m^^;v (5 0mL) T'ttffiL/Co S^m^^^Sr^^Tfc 
(5 0mL) -e^f^ ^TK^m^^v-^A-e^LfCo XEiift, 

(i. 3 9 g ) zm&mtet LT#7t 0 

1H-NMR (CDC 1 3 ) :2. 23 (3H, s), 3. 09 (3H, bs) 
, 3. 37 (3H, s) , 3. 5 0-4. 2 0 (2 H, br) , 3. 59-3. 
65 (2H, m) , 4. 2 8-4. 3 3 (2 H, m) , 4. 38 (2H, q, J 
= 7. 8Hz), 4. 46 (2H, m), 4. 80-5. 15 (2H,'br), 
6. 64 (1H, d, J = 5. 7Hz), 7. 35-7. 47 (3H, m) , 7 
. 83 (1H, d, J = 7. 8Hz) , 8. 34 (1H, d,J = 5. 7Hz) 

[0 13 4] 

Hifcfll 2 0 
Mb 9 9 ] 



2- [ [ (R) -2- [ [ [3-^^-4- (2, 2, 2->V7;i/ 

1 -^f;i/] -x^-;!/ 7-bf - h 

#tMtT* (>V^nn^f;v) (o. 5 9g) ©fb7tKn77>M (3 0 
mL) K7jci$T\ (0. 4 9mL) ©f f7liKn77« (lmL 




CH. 
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) ^iTUcoMT, 1 O^F^tm ##^12 0T-#^>tL^2- (xf;V7 
jl-?-^ 7-tr- I (0. 6 7 g) ^&Lfz 0 hV^)VT 
(0. 8 4mL) Of h7tFn77>tf (lmL) Srj«T^ £fi*Cll$H 
mWLtZo WBEMftfc. niSWKTk (5 0mL) fcjDx., mit^^ (5 0mL 

) tiifltfco »aft^^-/ni«rt&si<tft* (5 omD x-mmk, 

^V^At^iL^o «ffi$fc»U »^fh7tKD77> (2 0mL) K 
?#«|L/co (R) -2- [ [ [3-^^;v-4- (2, 2, 2-f;7;i/tnx 
h^rv) -2-tfV^^] x;v7>f-;v] -iH-^>X/f 

(1. 1 1 gK bVif^75> (0. 8 4mL) , 4-v7f ;V7^t:'J 
v>> (0. 0 3 7 g) **JPU 6 0tT«i#L^o Mffijfe^m, 

(5 OmL) =SrJnx, f^m^^ (5 OraL) -CjftfcBLfco Itm^;Wl££& 
ftlJti&Tfc (5 OmL) -cmm%, IMv/^y-)A«L^o ttEEftttft 

= 3:7, ^v>Tgim^^;vT^tB) -CJWKi-* £ £ i o , M'fb^ ( 1 . 
5 8 g) *ffe7*^7 7^WJ: tT#7to 

iH-NMR (CDC 1 3) : 1. 2 5 (3H, m) , 2. 0 8 (3H, s) , 
2. 23 (3H, s), 3. 30-4. 10 (4H, br), 4; 23-4. 4 
5 (2H, m) , 4. 38 (2H, q, J = 7. 8Hz) , 4. 75-5. 20 
(2H, br) , 6. 64 (1H, d, J = 5. 7Hz) , 7. 35-7. 46 
(3H, m) , 7. 84 (1H, d, J =. 6 . 9Hz) , 8. 36 (1H, d, 
J = 5; 7 H z) . 
[0 13 5] 

mmm2 1 




ffiSE# 2003-3057270 




123/ 



CH 3 



2- [^vyntf;v [ [ (R) -2- [ [ [3-*f;v-4- (2, 2, 2-b 
'J7;i/tOxh^y) _ 2 -if i; *f-/i/J -lH-^^X 

4 ^ y*f-)\s- l ->f;i/| r^y] .xf/i/ - h 

MM^^ ( h V ^DD>f;v) (o. 5 4 3 g) ^rf7^Fn77>it (1 
OmL) 13tK^T> tf ij v y (0. 4 4 5mL) Of h5t Kn75>ifl[ (5 
mL) fcjfcTU OW3 0^Wtt^Uc 2 2 X^h titz 2 - 

UV7*ni;>7^) xf^ T-fef (1. 0 g) *«iDUfco h 
(0. 8 0 5mL) Of b 9 t: Kn 7 y >m%L (5mL) *^Jn 

ofrfflmnLfzo Kj&mzm&mmLfz^ nmm\z& (3 omL 
) mux., mm^T-fr (5 omL).-c»mL;£o s^m^f ;wi ^ss^m* (3 

OmL) -CifciNfc, fc*Wf hy*A-e*a»U MlL/c 0 #?>tL7t^ 
Hffcf h7tKn?7> (5mL) K$8$?U (R) -2- [ [ [3-^f;V- 
4- (2, 2, 2-^V , 7;^^-^Jl^^v) - 2 - fe? *J)V~\ ^f;v] ^;i/>7^ 
-lH-^^5r/-^ (1. 73g) , h'Jx^r^V (1. 5 
3mL) „ 4-^W5/t?Vi;> (0. 1 3 4 g) Of h 9 Kn y y > 

mm (2 omL) kduz., 40^1 2mmmwLtz 0 Kj&ft£ttEEffi|0L&& 

^ ^%lC7jc (3 OmL) SriJDx.. Bfc$^f /I/ (5 OmL) T^ffiLfCo If^J- 
f^ii*l^^7jc (3 OmL) *S*asSftf hV^A-Cft^U MJE 

>=2 : i, ^v>Tt^m^f ^-e^ai) -c»»u mmt&m a. 5 0 g) & 
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1H-NMR (CDC 1 3 ) : 1. 20-1. 40 (6H, m), 2. 05 (3 
HXO. 4, s) , 2. 11 (3HX0. 6, s), 2. 18 (3HX0. 6, 
s) , 2. 27 (3HX0. 4, s) , 3. 4 0-3. 6 0 (1 H, m) , 3. 
7 0-4. 6 0 (6 H, m) , 4. 7 0- 5. 2 5 (2H, m) , 6 . 6 5 ( 1 
H, d, J=5. 8Hz) , 7. 3 0-7. 5 0 (3H, m) , 7. 75-7. 
90 (1H, m), 8. 37 (1H„ d, J = 5. 8Hz). 
[0 13 6] 

22 

lit 10 1] 




0 

<° 

2- [>rv/ne/u [ [ (R) -2- [ [ [3-*?-;V-4- (2, 2 
, 2 - M; 7;i/*na^3r~» x;i/7-f-;i/] - ih 

-^>x-r ^ yv-fi'- 1 ->r /i/] r^y] x.^-;v #^^_), 

^tti^ (f'J^nn^f;l/) (0. 4 6 7 g) l;7tKn77>ili (1 
OmL) K7jO£T> (0. 381mL) <D7~Yy\i Kn77>M (5 

mL) ^iTU 01CC3 Ofl*lfl!ft#L.fco S£>tt:##W2 3"CW&*trtM.*- 

^ 2- U vynvf^r^ y) *-#^-bttHia (1. o g) 

JjDLfco (0. 69mL) ^rf7bKn77^I (5mL 

) £«tf£> 01CT1 5#I«U £»T3 0#m«#Lfc o ^fc&«EEifc»Lfc 
(3 OmL) &2JD;i, (5 OmL) T?JfcfflLfco ftife 
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z-*f-)vm*im\'kMfr (3 omD -e^m> &*ifcaH-M;*A-t?ie&u at 

EEjftfcl Lfc 0 # <b tL/^M» *fl7tKn77> (5mL) fc»*U (R) 
-2- [ [ [3-^^;w-4- (2, 2, 2- b i; 7;i/^njnh^rv) - 2 - tf 
U s^v] x;v-7 -T - l H-^X-f ^ ^v*-;v ( l . 4 8 g) > 

hV^fVT^y (1. 3 2mL). 4-^^f;V75/t?'j^> (0. 115 
g) <Z>x h7t Kn75>ift (2 OmL) .Kin*.; 4 0 1 2 B#WaB$L.fc 
o K&m&UJ±mMLtz^ ^W^Tfc (3 OmL) &J|Jx.> Wm.^)^ (5 0 

mD T*jftHiL^o mm^^m^mn-km.^ (3 omD -e^^> $£tk$cm 

4- : ^\^-9->=2 : 1 v ^v>Tf£m^^Ti#m) -CifMaU ^ 

Mlb^ (1. 2 0g) ^IffeT ; t;l'77^t@#:itt#f:o 
1H-NMR (CDC 1 3 ) : 1. 20-1. 40 (9H, m), 2. 17 (3 
HXO. 6, s), 2. 27 (3HX0. 4, s), 3. 40-3. 70 (1H 
, m) , 3. 75-4. 65 (8H, m) , 4. 70-5. 30 (2 H, m), 
6. 64 (1H, d, J = 5. 8Hz) , 7. 3 5- 7. 5 5 (3H, m) , 7 
. 7 5-7. 9 0 (1 H, m) , 8. 38 ( 1 H, d, J = 5. 8Hz) . 
[0 13 7] 

mum 2 3 

MS 10 2] 



2- [y^n/\^y;v [ [ (R) -2- [ [ [3-^;V-4- (2, 2, 2- 




0 



CH 
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X4 < ^/-fr- 1 ->f r^y] r-fex- h 

j^m^ (h'^nn^f^) (0. 5 9 3 g) Ofh5tKn77« (1 
OmL) K3WfrT\ (0. 4 8 5mL) *iTLfe, 3 0^ 

mW&, 2 5 -e# h fLtz 2 - (~>^n/N^v;l/T^ y) r-br- 

hi^m^ (1. 3 3 g) £$Sj&nbfco h'jxwr/ (0. 84mL) *}jST 
ft. H»L^ 0 MJt^Cif xf ^ (5 OmL) fcjJDx.. (5 0 

mL) ^Wftl^Tjc (5 OmL) Tftfe^. At^U 
^JBft&iLfco ymmttT YvM. KU77> (2 OmL) K$gfl?U (R) -2 
- [ [ [3 4- (2, 2, 2 - h 'j 7)Vjrux. h^v) -2-tf';^ 
;v] y^;i/| x;i/"7-f-;v] -iH-^>X^f ^r/-;v (l. 6 l g) , h »; 
if^T5> (1. 2 1mL) ll) f 4-y^f;i'7<>' tf 1 ; 9 J> (0. 0 5 3 g 
) fc^iJUL. 6 0t-e2 4HH«#Uo KJfc*fc:ff»x*-/l' (5 OmL) £fln 
x.. TjC ( 2 0 m L ) Xt^lfefBAk*. ( 5 0 m L ) HkH^Skir h'J-7A 

t izx o . ^Mft^ ( 2 . i2 g ) ^lffer^7 7^tti#tufc 

iH-NMR (CDC 1 3 ) : 1. 00-2. 42 (1 6 H, m) , 3. 30- 
3. 70 (2H, m) , 3. 8 0-4. 0 0 ( 1 H, m) , 4. 2 7-4. 4 2 . 

(2H, m) , 4. 40 (2H, q, J = 8. 2Hz) , 4. 78 (1HX0. 
5, d, J = 13. 2 Hz) , 4. 97 (2HX0. 5, s), 5. 20 (1H 
XO. 5, d, J = 13. 2Hz) , 6. 67 ( 1 H, d, J = 5 . 8Hz) , 
7. 3 6-7. 4 6 (3H, m) , 7. 81-7. 91 (1H, m) , 8. 39 

(1H, d, J = 5. 8Hz) . 
[0 13 8] 

mmm 2 a 
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Mti 0 31 



CK 




F F 




2- [v^n^*v;v [ [ (r) -2- [ [ [3-^;V-4- (2, 2, 2- 
X>f 5 /U- 1 — f;i/] ^;v^;i/] r^y] -x^;l/ #~2j^- 

#t&fcf* (h'J^nn^f;!/) (o. 2 3 8 g) Of h7t Kd77>^I (1 
OmL) HtK^-T> tfVv> (0. 2 0mL) SriftTLfco 3 0^1 

##M2 6 -e#<b;H;fc2 - (->^ n^^e v;l/T ^ y ) fs 
h&fflM. (0. 6 0 5 g) *8§;&nL;fco h 'Jxf/V7>> (0. 335 
mL) M^-C2B#F«#L^o R/Sf&^SfcM^^V (5 OmL) ZUn 

I, 7jc (5 OmL) ^CFf^^Tjc (5 OmL) T'^f^ &t7«m^*v'7 
A«L, W&mmVtzo W^m^^Yy^Vuyyy (10mL) KmffiL 
. (R) -2- [ [ [3-^^;V-4- (2, 2, 2 - b V 7;V^njnhdrv) 
-2-e^v;V] ^;V7-f— ;v] - 1 H-^VX^f 5 (0. 6 

0g) . h ^)VT ^ V (0. 4 5mL) RV?4 - i? * *f-)VT 3 J \L V V> ( 
0. 0 2g) Sr^iDU 6 0fC2 4HKI#L^ EEWiSif ^ (5 0 
mL) &flnx^ Tfc (2 OmL) ^.^fD^TK (5 OmL) T^gMt, fel^m 
tb'j7At«U ^ffijtilL^o ^ll^777^ayV*y;i/5!;7A^n 

v h ?7 -7j— : ^y->= i : 4, M^Tg^^^Titm) -e 

fflM-T^^fctcJ: 19, ^'fb^ (0. 9 2g) ^Iffe,T^V7 7X^i#t 



ffiiE# 2003-3057270 
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1H-NMR (CDC 1 3) I 1. 02-2. 27 (1 6 H, m) , 3. 40- 
4. 60 (9H, m) , 4. 78 (1HX0. 5, d, J = 13. 2Hz) , 4 
. 97 (2HX0. 5, s) , 5. 44 (1HX0. 5, d, J = 13. 2Hz 
), 6. 69 (1H„ d, J = 5. 6 Hz) , 7. 32-7. 54 (3 H, m) 
, 7. 80-7. 91 (1H, m) , 8. 38 (1H, d, J = 5. 6Hz) 



[0 13 9] 

l«0 2 5 
1 0 4 ] 




CH3 



2- [ [ [ (R) -2- [ [ [3-^^-4- (2, 2, 2-h'J7Wni 

-l-^f;i/] (71-Jl/) T^y] 7-fef - h 

(b'^nn^f;i/) (13. 4g) Of h^tKn77^t (3 5 
OmL) K*?frT\ &)i?> (10. 38mL) *MTLtz 0 jjc^T. 30^ 

##m 2 7 -en&tufc 2 -r - y y r-bt- vmmm. (25. 

9 g) fci^bliLfco h'Jxf/Pr^V (18. 4mL) ZffiTIk, 1^2^ 

ntWLfzo ffiEEmmik, nmm^mk^)^ (5 0 omD t?K (5 0 omu 
^*px.> *#Lfc 0 »«j.^^«*^u ffrfaj&g* (5 0 omD x-mmk 

> ^7fc«v ^v7A U aScJBEMTt* £ t Hi *K 2- [ (*nn# 
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129/ 



uyyy (3 0 0mL) fcjffiBU (R) -2- [ [ [3-^;V-4- (2, 
2, 2-h'J7;vtnxf^y) —2 — \£*) 9 JA/\ *<f-nS] xjvy j -l 
H-^^^r/-;v (4 1. 2 g) > f>jif;vr^ (15. 6mL)£ 
O f 4-^W^e'jv?> (1. 3 6 3 g) *r*imU 6 0 TCC 3 B#IBHft# 
L£ 0 KJ^StHftBfcj.^-^ (8 0 OmL) Srt)Ox.> tR (800mL) -C2HU £ 

fcfci&atfte*. (8 o OmL) x-mwik, ^ y ^A«U MJEit 

^r-9->=3 : 7> l^Tl : 1-C^ffi) tllt/; 0 yxf;]/x-f;H^i^ 

^ SHft#% (5 4. 1 g) «rSfe@#fc LTfifco 
1H-NMR (CDC 1 3) 12. 00 (3H, s), 2. 25 (3H, s) ,. 

4. 15-4. 48 (6H, m) , 4. 83 (1H, d, J = 13. 6Hz) , 

5. .0 5 (1H, d, J = 13. 6 Hz) , 6. 67 (1H, d, J = 5. 4H 
z) , 7. 0 3- 7. 4 5 (8H, m) , 7. 6 4-7. 6 9 (1 H, m) , 8 
. 4 0 (1H, d, J = 5. 4Hz) . 

[0 14 0] 

nnw2 6 

lit 1 0 5 ] 



2 - [ [ [2 - [ [ [3-*?\&'-4- (2, .2, 2-hV 7^tnx>^y) 
-2-fc?i;v;i/] '7;U7-fx;i,] - i H-^vX^f ^ ^V-;V- 1 -4 

IUt«2 5i:R#l:UiltU2- [ (?nn*;l/^jv)' (7i^) T ^ 




0 



0^ 



tefiE#2 003-3057270 



12 003-041085 



130/ 



y] r-t-r-h (0. 5 8g) Of>9HKP7?>i« (1 OmL) 

2- [ [ [3-*^;V-4- (2, 2, 2 - h 'j y;V:*njc h^v) -2- 
y?-;i/] *;i/y.f^;i/] -lH-^>X^5r/-JV (0. 7 3 9 g 
) „ YV^T-frTS.y (0. 5 5 8mL) £^4 -V* f;V7 ^ y tfV V> (0 
. 0 2 4 g) fctfe&DU 6 Ottl 5HF»L?to ,EJc?ifcfcI»**-/l' (3 0 
mL) 7jc (5 OmL) XtflSfltiEB*' ( 5 OmL) 

(7th> : ^3r-9->=i : 4. $|v>T3 : 2-e^tta) T?flH4L 
fc 0 v^^;^— r^^^'fb-r^sitHJ: *K .MMfrfrtt (0. 7 7 9 g) 

1H-NMR (CDC 1 3) : 1. 9 9 (3H, s) , 2. 2 5 (3H, s) , 

4. 2 0-4. 4 8 (6H, m) , 4. 83 ( 1 H, d, J = 13. 6Hz) , 

5. 05 (1H, d, J = l 3. 6Hz), 6. 67 ( 1 H, d, J = 5. 8H 
z) , 7. 0 3- 7. 4 5 (8H, m) , 7. 6 4-7. 6 9 (1 H, m) , 8. 
. 4 0 (1H, d, J=5. 8Hz) . 

[0 14 1] 

[ftl 0 6] 



t e.r t-f^)V [2- [y?-;l/ [ [ (R) -2- [ [ [3-^f;V-4- ( 
2, 2,. 2 - h V 7;i/tnx h^rv) - 2 - fcf V y^-;v] x;V7-f-;i'] 
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(b'j^nn^f;v) (o. 30g) Of h5H Kn77>it (20 
mL) tC^T. tfV^> (0. 2 4mL) ^iTL^o MT> 3 0^i# 
##«2 8 -e#f)tL^ t e r t - ^f ;V [2- (^f^7 5/ ) -3-fc: 

(0. 71g) JilL, lzat2HWLf: 

20mL) KmmL, (R) -2- [ [ [3-^^-4- (2, 2, 2 - h V 

7Wox^y) - 2 -try x^^-r-;!/] -lH-^vX^f 

^^V*-;l/ (0. 9 2g) , hyji^;VT^> (0. 7 0mL) RZ?4-i?*?- 
;V7^1i'Jy> (0. 0 3 1 g) Sri&bDU 6 0 ^CT' 1 Bffia^LfCo £Od$E 
tCTfc (5 0mL) SrflDx.. S£$t^A' (5 OmL) T"2 lUJfttb Lfco tim^fr 

mzmmiks&7k (somD -e^m. M7fc«m^h';^A-e^L, Mjra*s 
y*- mm^^x-mm) x*mm.irz> z t £ * , tgaftgtt ( o . 3 8 g) 

1 H-NMR (CDC 1 3 ) : 1. 46 (9H, s), 2. 25 (3H, s), 
3. 54 (3H, s) , 4. 37 (2H, q, J = 8. 0Hz) , 4. 95. (2 
H, s) , 5. 15 (1H, d, J = 14. 0Hz) , 5. 27 (1H, d, J 
= 14. 0Hz) , 6. 63 (1H, d, J = 5. 4Hz) , 7. 26-7. 4 
5 (3H, m) , 7. 6 9-7. 8 7 (3 H, m) , 8. 33 (1H, d, J = 
5. 4Hz), 8. 44-8. 4 6 (1 H, m) . 
[0 14 2] 

mkm2 8 
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[it I 0 7] 




N=\ 




H 3 C 0 



F F 



F 



2- [ [ (R) -2- [ [ [3 4- (2, 2, 2-YV7)V 

(h'J^nn^f;!/) (l. 46g) ^rf7tKD77>M (30 
mL) &C2K?$T\ \£Vi?> (1. 16mL) iiTLfc, MT, 3 0^ii# 
##M 2 9 h fltz 2 - (^fJI/7^y) T-trx- h (2. 5 

«Lfc 0 JlWf h?tKD7?> (4 OmL) (R) -2 - [ [ 

[3-^^;V-4- (2, 2, 2-h'j7;VtniRy) -2-fcrVv^] ^ 
^;V7^f-;i/] -lH-^>X^?r/-;v (4. 4 1 g) > HJj^;v 
rr/ (3. 3 3mL) 3tfM— ^f-A'TSv' tf'J v> (0. 1 5 g) 
U 6 Or-ei 8NFlB«#L7t 0 Btt&ifcK*. (1 0 OmL) fcinx., i^xf-;l, 
(1 0 OmL) -em&VtZo WrMx-T-frm (l 0 OmL) T*mm& 

±*K MMfrfrtt (2. 76g) £a*fe@#£ LT^fc, 

1 H-NMR (CDC 1 3) !2. 10 (3H, s), 2. 00-2. 30 (3 
H, br), 3. 2 0-3. 5 0 (3H, br), 4. 38 (2H, q, J=7 
. 6Hz) , 4. 7 0- 5. 2 0 (2H, m) , 5. 2 0-5. 5 0 (2 H, m 
), 6. 65 (1H, d, J = 5. 4Hz), 7. 10-7. 82 (8H, m) 
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, 8. 3 8 (1H, d, J = 5. 4Hz) . 
[0 14 3] 

mmm 2 9 

[ftl0 8] 




2- [ [2- (T*f;V**:>) xf;v] [ [ (R) -2- [ [ [3-^f;V- 

4- (2, 2, 2 - l> v -7;v^o:n -2-tT';^;v] -rff^] x;v--7-f 

-iH-^>X^f5r/-;i'-i-^;v] ft/P*?— r^7] ^f;v 
T-fef- h 

^Bl^ (h'J^nn^fA') (0. 5 0g) Of f?tKD79>ii (3 0 
mL) fcjWfrT, fcfVv^ (0. 4 0mL) Of ^tKD77« (lmL 
) SrfTFL-fCo 7jc?TF\ lOOTm ##$13 0Tit£>*L*:2- [ (2-T 
■fef;Vt^ryxf;P) T^7] ^f;l/ T-bf-ftti (l. 1 3 g) 
L£ 0 h';^f;VT^> (0. 7 0mL) Of h^fc Fn77« (lmL) 
5r?iTm> M^-e2BtTO#t7t:o #fffi L£©#:£MSIJ U mmzm&i&MLtz 

0 ^%mm^f^ (2 0mL) £*D;U ^ftbt7t@#:^^lJL^ itm^MEE 
^tL*r 0 ^tf^f h?K Kn7 7 V (3 0mL) K?#^L£o (R) -2- 

[ [ [3-^f;v-4- (2, 2, 2 - h y -7;v^-njc - 2 -tT V v^V 

1 ^f;V] ^;l/"7< -lH-^VX-f5r/-^ (1. 4 8 g) , 
Wr/ (1. 12mL) , 4-yVW5ytf'J^> (MMM.) &«]L 
> 6 0*CT^m#L/io ^JE^^> m&W^jK (5 OmL) £#Dx.> h*x 
f;V (5 OmL) -C|ftmL7to Itm^f ^€^^^7K (5 OmL) "C^^ 

tilSE# 2003-3057270 



: 133/ 
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till, ^P>tC^14vi;^y;l'*9A^aTh^y > 7^- (g^^JC^;!/ ; 

*-^>=i : i. m^xnm^^xmm) xmmL?z 0 wm.^)^ (2 omL 

ZZtKX *K ^Mft-^tJ (1. 6 0 g) ^ffe7 ; e;v7 7^ta#tLt||/: 



1 H-NMR (CDC 1 3 ) : 2. 06 (3 H, s), 2. 08 (3 H, s), 
2. 24 (3H, s) , 3. 4 0-4. 4 5 (8H, m) , 4. 39 (2H, q 
, J = 7. 9Hz) , 4. 88 (1H, d, J = 13. 2Hz) , 5. 05 (1 
H, d, J = 13. 2Hz) , 6. 66 (1H, d, J = 5. 6Hz) , 7. 3 
8-7. 50 (3H, m) , 7. 87 (1H, d, J = 6. 9Hz) , 8. 36 

(1 H, d, J = 5. 6H z) . 
[0 14 4] 
$Uftfll3 0 

Mfcl0 9l 



[ (2S) -1- [ [ (R) -2- [ [ [3-^;V-4- (2, 2, 2 — MJ 

5 1 ->f ;v] - 2 - fc°n i; 7-bf - > 

Rmtf^. (J-'^do^^) (0. 5 0 g) Of f7t KD7 7>It (3 0 
mL) KftftT\ (0. 4 OmL) Of h 7t: Kn7 7>^I (lmL 

) tiTLfeo MT> H$H«#&. ###13 lf#t>^ (S) -%-Mu 
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U^;Vpi^-;V THrr-ftlt (0. 9 0 g) £«]L£o 5 
> (0. 7 0mL) (D-r \L KP77>M (lmL) £7&Tf£> ^T?2B# 
f B m#t/c 0 «E^*SflL ^%tw7K (5 0mL) fciflx., If^^ (5 0m 

l) -e&mu MTKmm^^^^^Ax^mLtzo i&mmmu »^rh7 

tFn77> (2 OmL) ^v#«t^ 0 (R) -2- [ [ [3-^^;V-4- ( 
2, 2, 2-b'j7^tnxh^y) - 2 - H° V X;l/7-fx;V] 
-lH-^/X^f^y^ (l. l l g ) „ hi;xf-/i,7 5> (0. 8 4mL 

) > 4-^w5/ev$;> (o. 03 7 g ) 6 0t;-eiBr*i> 

MUX2BmmWLfz 0 Mffi#*gHL (5 OmL) £#nx., Ilfxf 

^ (5 OmL) -eamL^o i^m^^-^e^i&fD^mjx (somD x-mmk, 

Atu^Ytfyy j - {^im^fr ;^**yy=i : l, ^rgf^x^^-eig 
•9->=3 : 1, ^v>Tl»x^;K S^T7-bf>:Sixf^=i : 4. 

X2 : 3xm&) xmmir2>z.tK£y), nmit&m (o. s o g ) *mt&r 

1 H-NMR (CDC 1 3) I 1. 80-2. 3 0 (4H, m) , 2. 09 (3 
H, s) , 2. 30 (3H, s) , 3. 39 ( 1 H, m) , 3. 50-3. 62 
(1H, m) , 4. 2 0-4. 4 5 (4H, m) , 4. 58 ( 1 H, m) , 4. 
89 (1H, d, J = 13. 5Hz), 4. 96 (1 H, d, J = 13. 5Hz 
) , 6. 65 (1H, d, J = 5. 9Hz) , 7. 3 6-7. 4 8 (3H, m) 
, 7. 89 (1H, d, J = 8. 7Hz) , 8. 38 (1H, d, J=.5. 9H 
z) . 

[0 14 5] 

mMmz 1 
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[flsi i o] 




F F 



F 



i^;V [[ (R) -2- [ [ [3 4- (2, 2, 2-hV 

yji/j-uj^h*^) -2-Vf'J^;v] J*;i/"7 ^ -^J -lH-^^X^f 

JStMtf* (f>J^nn^f;v) (o. 5 0g) ©fh9t KD75>ifft (3 0 
mL) K?K<$T> tf v > (0. 4 0mL) Off5t Kn75>I« (lmL 
) ZmTLtZo tK^T> 3 0#BI«*m£, f;V3y>xf;Vi7>f;«i (0 
. 7 7 g) fc^JflLfco hyj^/WTS > (0. 7 0mL) Wfh5tKn77 

(lmD *stT&> ^at?n^iwa^tfco #fmt*:@#£MJu it 

ifc£«BEift*&Lfco 5$9l&fc;*C (5 0mL) £2JD;i, ff^jc^;i/ (5 0mL) ~C 

^mLfco ^m^^^^n^mTK (5 omD T^m. te&ffim^r*^ 
^^mkvtio mzmmL, m%w*7- v^t Fn77> (3 3mD 

LfCo (R) -2- [ [ [3-^7 < -;V-4- (2, 2, 2 - b y 7JVtDx) 4f 

y**a (i. 37g), 4-^f;v7^ev^/ OH**) **inu 6 

0tT*mi#Lfe o ilEilt, a^tflwTK (5 OmL) fcillx., Jgm^ju 
(5 OmL) -C«imL3fco BNfc^/WS'fcfBftitttefc (5 OmL) "CiJHMk 

) iitcj; f), mmfk&m (o. 4o g ) ^^7*^77^^ 
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^— 5> I 137/ 



1H-NMR (CDC 1 3 ) : 1. 33 (3H, t, J =7. 1Hz), 2. 2 

4 (3H, s) , 3. 10 (3H, bs) , 3. 7 0-4. 3 0 (2 H, br) 

, 4. 28 (2H, q, J=7. 1Hz) , 4. 38 (2H, q, J = 7. 8H 

z) , 4. 82-5. 10 (2H, br) , 6. 63 ( 1 H, d, J = 5. 5H 

z) , 7. 3 4- 7. 5 2 (2 H, m) , 7. 7 0- 7. 9 0 (2 H, m) , 8 
. 3 2 (1H, d, J = 5. 5Hz) . 
[0 14 6] 

mmm 3 2 

Mki i i] 



2- [ [ [5-* [ [ (4-pt h*~>-3, 5 2 - tf 

;J?~;l/] T^y] h 

(f'J^nn^f;v) (0. 3 4 4 g) Of h 9 Kn y y >mU ( 1 
OmL) tc^T. fcfVv^ (0. 2 8 1mL) Off7tKn77^M (5 
mL) *|TU 0t:-C3 OfrmUWLtZo RJ©*K:##« 5 T?»e>*tfe 2 - ( 
^W5/) ^VJc-hmmm (0. 7 5 0 g) fc^&DLfco h 9 

^f^rr/ (0. 4 8 5mL) h5l:Kn79>»» (5mL) =Sr^D^ 

* (3 OmL) SrtJPx., Sfxf^ (5 OmL) -e#|fflLfco ft«xf)Htj& 
ftlJti&Tk (3 OmL) "C«feiMfe, *l*«BR^by9A-C«g*U «EEaMSL^ e 




I 
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&k*Lfcrfctfc&&T- h 7t KD7 7> (5mL) fci£#U 5-^h*v-2- 

] -lH-^^^r/^V (1. 0 g) „ h'jxf;vrr/ (0. 8 0 8m 
L), 4-^^f;V75yii'Jv ? > (0. 0 7 1 g) (Ot- Y 7k Kn77>M 

(i omD tcinx.> 4 otti smmmwLtzo Rfcmzm&mmLfz^ m 

IWCtJc (3 OmL) ^rjjnA, gfcm^^l" (5 OmL) T'ttmLfc 0 W^L^fr 
m^i&M'kMfc (3 OmL) -CtSfe^, h y * U MJEM 

1 : 1, ^TftSfe^/^aSFtH) t^tisiu »«fb^fc2- [ [ [6-* h 

^v-2- [ [ (4-^f^y-3, 5-^^f;V-2-H t 'Jy» J* 
;V7-f^;i/| - 1 H-^>vM ^ ^S-)V- 1 7>;v^-;v] (p«^;v) 

r^y] wi-hoi : (l. 5 0 g) %®M&T*=)V7 

iH-NMR (CDC 1 3) : 2. 0 5-2. 3 5 (6H, m) , 3. 00-3 
. 30 (3H, br), 3. 60-4. 4 0 (8H, m) , 4. 60-5. 10 
(4H, m) , 6. 8 0-7. 0 0 (2H, m) , 7. 2 0-7. 7 0 (4H, 
m) , 7. 9 5-8. 2 5 (3H, m) . 
[0 14 7] 

mmm3 3 
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^-v: 139/ 



3- [ [ (R) -2- [ [ [3-*^)V-4- (2, 2, 2 - V V y )V 

tnxf^y) _ 2 -tfi;>?;v] ^;l/7^f-;V] -1H-^>X^^ 

(f'J^nn^f;v) (o. 5 8 2 g) Of h9KKn79VjS» (2 
OmL) KmST, k''Jy> (0. 4 8 5mL) ©f fyt FD77>iI (1 
mL) =Jr?iTL^o tK^T. 1 mmmWik, 3 2 -e# *b *l£ 3 - (^f;V 

T^y) yni^v (i. 3 8g) *m\\Ltz 0 YV*-T)l> 

T<> (0. 8 4mL) Ofh7t Kn 7 y >%}WL (lmL) £i«T^ Mz&T* 

2mmm&i,tzo m&mm^ nmm^ u omD zm*., ;v (8 

OmL) T-ttffiL^o ;V^^fP^7jC (2 5mL) -CfliiSH^ D&7« 

WL*?r*i'y&-e&mLtz 0 m&mmL, f?t Fn77> (20m 

L) tei&SILfco (R) -2- [ [ [3-^f;V-4- (2, 2, 2-h'j7;V 
V*-;V (1. 6 3 g) > b»;xf^7§V (1. 23mL) „ 4-^f-^T5 

/truw (o. 0 5 4 g) zmuL, 6 ovx-4mmmwLtio mmi^mm, 
m^mizfr (4 omD max., wm^fr (somD trmmvtzo tm.^ 

W&tt&f&tfc (3 OmL) X-mmk, «&*«Bfcv^i/^A-C«»Ufco ft 



miE# 2003-3057270 



12003-041085 



: uo/ 



1. 2 6g) *ffe7 ; e^7 7^t@#t tT#7t 0 

1 H-NMR (CDC 1 3 ) I 2 . 21 (3H, s), 2. 20-2. 30 (2 
H, bm) , 3. 06 (3H, b s) , 3. 6 0-3. 7 5 (2H, bm) , 4 
. 36 (2H, q , J = 7. 8Hz) , 4. 3 0-4. 5 0 (2H, bm) , 4 
. 80-5. 15 (2'H, bm) , 6. 62 (1H, d, J = 5. 7Hz) , 7 
. 2 6-7. 4 4 (5H, m) , 7. 5 4 (1H, m) , 7. 8 1 (1H, m) 
, 7. 9 3 -8. 0 3 (2 H, b m) , 8. 35 (1H, d, J = 5. 7Hz) 

• 

[0 14 8] 

nmffl3 4 
at 1 1 3 1 



2- {*J-)V [ [2- [ [ [3-^;V-4- (2, 2, 2-HJ7Wnx> 

^mtf^ (hV^Dn^f;!/) (0. 5 8 2 g) OTh5KKn75>#« (2 
OmL) K2fci$T\ (0. 4 8 5mL) ^)jb7liKD77>M (1 

mL) fciTFLfco ?K^T> 2 0^«M&> ###01 7 "C# <b *l£ 2 - 




0 
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2003-041085 ^ ; 141/ 

4 3 g) ^r^inL/Co h V-x^/l/T^ > (0. 84mL) h9KKn75V 
(lmL) fcflST^ £ifi*C3ll#HSI#L.fco «EE«IS^ 5W*K:* (3 
OmL) itUx., mm*-*-* (8 0mL) fftliiL/Co mk^^M £S&¥n&& 
TlC (2 OmL) fcjfcffclfcv^*V*A'ttt£*L.fco ^Etlt, M 

**fh5tKn79> (2 OmL) fcj&tfLfco 2- [ [ [3-^f-;v-4- 
(2, 2, 2-h 1 J7^nxH>» _ 2 -tf; _x;i/-7^~;v 

1 -lH-^/X^^^/-;P (1. 63g) . MJ-x^r^ > (1. 23m 
L) „ 4-^W5/l^'J^V (0. 0 2 7 g) fcisfo&DU 601CC17. 

5«FW«^t^o «EEaMi^ (somD imx., fta*.**-* (1 

2 OmL) -ejftmt^o *»^^««r»WAa* (3 OmL) -?tfci§H&, iE?X 
W*^^'>^A7»*£j|(|Lfeo.«EE««ft. iW^tlttvV *^*7A^ 
whfyy 4 - (^m^^ : s\*-y-y= 1 : 2 . iv^ti : it??§m) *effi 

ttzxt)^ wMft&m (1. 2 3 g ) ^fe@#atiifco 

1 H-NMR (CDC 1 3) : 1. 64-1. 8 1 (2H, m) , 1. 9 2-2 
. 03 (2H, m) , 2. 23 (3H, s), 3. 10 (3H, b s) , 3. 4 
0—4. 30 (2H, br) , 3. 4 6-3. 5 9 (2 H, m) , 3. 87-3 
. 99 (2H, m) , 4. 39 (2H, q, J = 7. 9Hz) , 4. 45 (2H 
, m) , 4. 77-5. 15 (3H, m) , 6. 65 (1H, d, J=5. 4H 
z) , 7. 3 5- 7. 5 0 (3H, m) , 7. 85 (1H, m) , 8. 36 (l 
H, d, J = 5. 4Hz) . 
[0 14 9] 

mmmz 5 
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^-v^: 142/ 



Wtl 1 4] 




H 3 G-N. 



H3C 0 



F 



F F 




2- [>?-;V [ [2 - [ [ [3-^;V-4- (2, 2, 2 - Y V y 

V- )V- 1 - ;v] # ;v] t ^ y ] # - * - > 

^tf* (f'J^nn^f^) (0. 5 8 2 g) ©rh7tKn77>M (2 
OmL) Kzfc^T. tft;^> (0. 4 8 5mL) f5t Kn77>M (1 
mL) fc^TL-^o tK^T> 3 O^TO#^> 1 4 X%h *i£ 2 

- (^;vr'^y) b:t£mm (1. 1 0 g) *m\\Ltz 0 h 

(0. 8 4mL) Of f7tFn77>iI (lmL) £t&T?£ 

^ ^•e3P#r H m^b7to m&mmik, m^m^* (3 0mD ^jn£. ho**- 

;V (8 OmL) T-WffibfCo INfcx^/WI Srl&fP^TfC (3 OmL) -CttiMfe 

(2 OmL) K^fllLfco 2 - [ [ [3 -^f-^-4 - (2, 2, 2 - h V 
^-n^h^rv) _2-tTi;^;v] *?-)V~\ X)Vyj-)V] -lH-^>X^f^ 
V-;V (1. 63g) , hViW5V (1. 2 3mL), 4-^W5 
yfcf'J^ (0. 0 5 4 g) £}&L, 6 Ottl 4B#r H m#L7Co $a±^*ftm 
. (4 OmL) SrflDx., (1 0 OmL) TjftffiL/Co WfWL 

^)vm*Mm-kM.-fc (3 omL) x~mm&, mymw^y^^y^x-nmLtz 



miEij#2 003-3057270 



^frm 2003-041085 ^ ^- V : 143/ 

) -C3«1-£CLtKJ: «*®fte% (l. 2 7g) mr^ejv??^^ 

iH-NMR (CDC 1 3) : 1. 32 (3H, t, J = 7. 1Hz), 2. 2 
3 (3H, s) , 3. 09 (3H, bs) , 3. 5 0-4. 7 6 (4H, br) 
, 4. 21 (2H, q, J = 7. 1Hz) , 4. 38 (2H, q, J=7. 9H 
z) , 4. 84-5. 14 (2H, m), 6. 64 (1H, d, J = 5. 6Hz 
) , 7. 3 6-7. 4 6 (3H, m) , 7. 83 (1H, d, J = 7. 2Hz) 
, 8. 34 (1H, d, J = 5. 6Hz) . 
[0 15 0] 

nmm3 6 

Wti i 5] 




CH 3 

2- [**->l/ [ [ (S) -2- [ [ [3-^;V-4- (2, 2, 2- 

R^tf* ?uu*f)V) (0. 5 8 2 g) Of h 7t Kn7 7>it (2 
OmL) ^zKitT. (0. 4 8 5mL) Wff7kKn77« (1. 

mL) *jKTLfeo 7)c#T\ mn«^^ ##M1 4T#t>tt^^;i/ 2 - 
(^W^) ^f;v (1. 10g) £»L£ 0 M; 

x Wr/ (0. 8 4mL) (Of >7b Kn7 9>»* (lmL) £8tT^ 



ffiSE# 2003-3057270 



^j&m 2 0 0 3-0 4 1 0 8 5 ^ ^- v I 144/ 

mza"e2Bt^a^L^o «9«rn* (3 omD iiiax., 

^ (8 OmL) -C«|ffiL£o S^m^^^l^n^mTK (3 OmL) 

2 OmL) KmmLfZo (S) -2- [ [ [3 -^^-4- (2, 2, 2- h 
i; yjvj-uzc y a^-y) _ 2 - tTij v^K] x;i/7>f^^] -1H-^>X 
^f^7-;l/ (1.15g) , H;^;VTS> (0. 8 7mL) , 
frT^S&iyv (0. 0 3 5 g) *muL, 6 orT'l 2B#ra#t/c 0 MiE 
iftlH^ ^%tC7K (3 OmL) ^iJOx.> I^Jn^;v (i o OmL) XMmLtz 

0 ffcgp^vjg ( 3 0 m L ) l?jfcm&, UifrmWC* V7A T-fg ; 

Sfc^/w : ^*-^v= i : 2. iv>ti : i-ci§m) tilL^o vje.^;i/-x- 
■r;vJ:i)^ 0 H H ^-r^>-^^j;t), HJg-ffc£* (0. 4 0 g) ^Hfeifrtttll 

/Co . 

1H-NMR (CDC 1 3 ) ! 1. 32 (3H, t, J = 7. 2Hz) , 2. 2 

3 (3H, s) , 3. 10 (3H, bs) , 3. 5 0-4. 5 6 (4H, b r) 

, 4. 22 (2H, q, J = 7. 2Hz) , 4. 38 (2H, q, J = 7. 9H 
z) , 4. 84-5. 14 (2H, m) , 6. 65 ( 1 H, d, J = 5. 6Hz 
) , 7. 3 4- 7. 5 0 (3H, m) , 7. 85 (1H, m) , 8 . 3 6 (1H 
, d, J = 5. 6Hz) . 
[0 15 1] 

%mmz 7 . 
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^-^1 145/ 



Kfcl 1 6] 




H 3 G 0-GH 3 



H 3 C-N, 



0 




2- [ [ [5-* [ [ (4-* 5->M^;V 

-2-tfVv;v) x;v7>f-;v] -lH-^f^r/ [4, 5-b] 

v^-l-W;v] ^;v^;v] r^y] 

(h'J^nn^f;i/) (0. 5 8 2 g) (7)7f7t Fn77>M (2 
OmL) £2MfrT\ (0. 4 8 5mL) ^ff7tFn77« (1 

mL) ^ITU: 0 tK^T. 3 03^*$N&. 1 A^nhfLfz^)V 2 

- (^f;i/7 5 7) xf;v i0g)'plinUc o h 

i;jh^-;i^t^> (0. 8 4mL) ©r h7t Kn7 7>i| (lmL) £^Tf& 

. mmrc2. 5mmmwLtz 0 mzmm&, m^m^ (3 0mD & 
(8 omD -ettmLfco mm^)i>m%m\iikm& (3 omD -e^ 
*7fc^mv^^v^A-e^b/io mjemu mm^y- v 7t Kn7, 

^ > ( 2 0 m L) L£ 0 #P*PS 63 - 1468 8. 2 Kf2f£<7>;£&-e^j& L 

7^5-^h^v-2- [ [ (4-^h3r->-3, 5 2 - if V Vfr) 
x;W7-f-;v] -lH-^f^r/ [4, 5-b] fe?U^> (l. 44 g 
) N hv^^TS^ (l. i6mL) , 4-^^^-;vr^y IfVv^ (0. 0 
4 9 g) £^3JHU 6 0rT6B#Pmj$L-7to ftEiif, (3 0m 

L) &#nx-> IfcBtx^/l/ (1 0 OmL) T^tbtTto I^m^;V«^ISfP^m7K 
(3 OmL) X-mmk, &7K^m^*v?ATl«L*:o £1^1/ 



ffiSE#2 003-30 5 7 270 
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^-y : 146/ 



«K W^fcxf;V 2- [. [ [5-* >*v-2- [ [ (4-* 

3, 5 -*J**f-)V- 2 -if 1 ; v>;v) ^/U] *;V7>f-;v] -3H-^f5r/ [ 

4, 5-b] lfV^>-3->f^] *;v#-;i/] T^/] ii 
-*-*-h<Z>6 : (0. 7 2 1 g) fcit-festefc lt#f;o 
iH-NMR (CDC 1 3 ) II.. 25-1. 34 (3H, m), 2. 23-2 
. 29 (6H, m), 3. 15, 3. 32 (#t3H, s) , 3. 7 2, 3. 7 
4 (#W"3H, s), 3. 90-4; 53 (7H, m), 4. 85-4. 98 ( 
2H, m), 6. 79, 6. 85 (^fUH, d, J=8. 7 Hz) , 7. 95 
, 8. 0 1 tefHH, d, J = 8. 7Hz), 8. 14, 8. 22 1 H 
, s) . 

[0 15 2] 

^i#!3 8 
[ftl 1 7] 



2 - [ [ [5-^ h^rv-2- [ [ (4-^ b^>-3, 5 2 - fcf 

'jv?;v) ^^7^;i/] - iH-^5r/ [4, 5-b] tfUv^-i 

— >f>i/] ij r^y] 7*x- h 

RmtfT, (f^nn^f;i/) (0. 5 8 2 g) Of b 7K Kn7 7>it (2 
OmL) lC7X<tT> -\£V 9 J> (0. 4 8 5mL) <7)f >7t Kn77>it (l 
mL) ^ITUo 3 0^ritm #fi2t#f,^2- 

T^y) T-fex-b^m^ (0. 9 2 2 g) ZffitiULtZo HJ^;VT 




0 
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(0. 8 4mL) (Of f7tKn77>ii (lmL) ZffiTfe, MM."? 2 

ftmwtWLtzo msMm&* jm&k*. o omD &#a;u mm^^ (8 o 

mL) "CjfiffiL^o H**^****^*** (3 OmL) ^Tjc^m 
7n^7A«U; 0 «ffi*»BU ^WfHt KD77> (1 OmL 
) fci£#Lfco #B3HS6 3- 1 4 6 8 8 2 fc©R©2Fg;-C£-jfc L 5 - J* 
-2- [ [ (4-^h^r->-3, 5-i^^^-;V-2 -If V v^V) *;V7 
-f-;l/| -lH-^f^y [4, 5-b] \£*)i?> (0. 8 5g). h 
TXV (0. 7 OmL) , 4-^f;V7 5/lf , J^> (0. 0 2 5 g) £«ini 
U 6 0*CT5l*Bia#L.yS:o.«£EiftllS«. (3 OmL) fcifliU » 

Bfcc?-/U (9 OmL) T?#ltBLfco ftBfc^/WSfca&fcl&ffi* (3 OmL) "CtSfc 

;l/*7A^n7^57^ : ^^-y= i : 2, jRv>r 1 : 1 "C 

2 - [ [ [5-^h*~>-2- [ [ (4-^l^>-3, 5-v ? ^^;i/-2-e 

i ;^;w) ^f;i/] x;i/-7^;v] -3H-^r/ [4, 5-b] ey^>-3 

-4)V\ (^^-;v) T^y] x.^;V T-fe77- h <7> 5 : 1 <£>?l-£-#J 

(0. 173g) *ilfe@^i:Lt||fco 

1 H-NMR (CDC 1 3) 12. 0 4, 2. 09 (^tf3H, s) , 2. 2 4 
,(6H, s) , 3. 13, 3. 30 (-£ft3H, s) , 3. 4 5-3. 9 7 (2 
H, m) , 3. 72 (3H, s) , 3. 97 (3H, s) , 4. 21 (1H, m 
) , 4. 44 (1H, m) , 4. 85 ( 1 H, d, J = 13. 1Hz) , 4. 9 
6 (1H, d, J = 13. 1Hz), 6. 80 (1H, d, J = 8. 9Hz), 
7. 96 (1H, d, J = 8. 9Hz) , 8. 22 (1H, s) . 
[0 15 3] 

mmm3 9 
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lit 1 1 8 ] 



XXk. 

xv— N u C Q _ CH 





0 

CH 3 

2- [ [ [5-* b^v-2- [ [ (4--* h + 5 f-)V- 2 - 

'Jy» j*f;v] x;v7>f-;v] -lH-^f^r/ [4, 5-b] tfVv^-i 
->f;i/] */w>j?^/i/] (7x-^) T^/] ^f;v T-fer— b 
^fcT* d>'^nn^f;i/) (o. 291g) b5t Kn77>it (1 
OmL) K7fc*m (0. 2 4 3mL) Of h9t Kn79>»}ft (1 

mL) «rSSTL7to tR^T. 3 0#W«*H&, 2 7 "CWktLtf: 2 -T~i; 

7-bf-f^^ (0. 6 4 7 g) £«jLfco MJ^f^T^V ( 
0. 4 19mL) Of>7liFn77>iI (lmL) fcflST^ £$&-?3l$W 

»Lfc. m±mmk., nmm^ (2 omD fcjn*., »»xf^ (5 omL 
) -ewmLfco mst^ frm*maikm.fr (1 5mD -etfeit^ m^mm^r 

^y^A«U 0 KEftiU »9«l«rf h9tKD75> (lOmL) K 
mMLtZo #IP8 6 3- 1 4 6 8 8 2 fcgBRO^ft^J&L-fc 5 h 2 
- [ [ (4-^h^v-3, 5-y^f;v-2-euy» ;*f;v] ^;i/7>f- 
;H -lH-'f^T/ [4, 5-b] t?ijv> (0. 8 6 7 g), b'Jxf;V7 
^> (0. 697mL) , 4-y>W^t''Jy> (0. 0 2 0 g) 
U 6 Ottl 0R#W«#l,fco «EE«j»^ (2 OmL) fciJPx.. 

ffi»xf^ (5 OmL) -CJSttlLfco ftK^f ^«*«lfOAffi*. (1 5mL) T 

^v*7A^n7h^77'f"- (Bf^cf ;v : ^s^r^>= i : l^m) -cffiM 

l^o vx-f-ji'x.—Tn'XQm&ik-r&zbizzY), wmft&to (o. 3 1 1 g 
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: 149/ 



1 H-NMR (CDC 1 3 ) II. 96 (3H, s), 2. 23 (3H, s), 
2. 25 (3H, s) , 3. 72 (3 H, s) , 4. 01 (3H, s) , 4. 1 
2-4. 52 (4H, m) , 4. 7 8-5. 2 2 (2H, m) , 6. 62 (1H 
, d, J = 8. 7Hz) , 7. 02-7. 18 (3H, m) , 7. 32-7. 4 
8 (2H, m) , 7. 73 (1H, d, J = 8. 7Hz) , 8. 26 ( 1 H, ' s 
) . - 

[0 15 4] 

$IM4 0 
Mfcl 1 9] 



4- o^/u [ [.(R) -2- [ [ [3-^;v-4- (2, 2, 2-m;?;v 

RMtf* (f^nn^f;v) (0. 5 9g) Of h?tKn79>#* (2 0 
mL) ^tIc^-T> (0. 4 9mL) <Dt h ^ £ Kn 7 9 (lmL 

T-tT— (i. 0 8g) *^int/co hv^f;vr^>- 

(0. 8 4mL) ©f }7tKD77>M (lmL) **T^ ^fi"C3l$ISJ 
MWLtto «ffiifct8&. (5 OmL) trJnx.> ftlxf* (5 OmL 

) -ettWLfco WWi^^Wi ZffiM-k&yk (5 OmL) -emm&, 




0 
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^ v^A-tr^L^o «JBEifcl8U 5H«iS:f>5tKn79> (2 0mL) 
»»Ufeo (R) -2- [ [ [3 - 4 - (2, 2, 2-hV7;i/tnx 

b 3r~» - 2 - e V x;i/-7 * - l H-^vxV ^ ^v*-;v 

(1. 0 2g) „ h'Jxf^75> (0. 77mL) , 4 ?-;V7 5 7 If V 
v>- (fcft$S*) **iDU 6 OV-cm&mWLfZo iffllt, 5^«J»^7K (5 
OmL) £#nx.> (5 0mL) t?^ffi L/io Rsgfcx^l'Jffcl&ftJEtt 

( 5 0 m L) TTfcM^. &7jt«^ n^>7A L fco ffil±mM&, 

2. iv^tl : l-Citffi) -C»»-tSittcJ:0. «»ft#«» (0. 93g) ^ 
ffe7^;V7 7Xt@#i:lt#^o 

1 H-NMR (CDC 1 3) I 1. 65-1. 85 (4H, m), 2. 03 (3 
H, s) , 2. 2 3 (3H, s) , 3. 0 2 (3H, bs) , 3. 4 5-3. 6 
3 (2H, m) , 4. 03-4. 13 (2H, m) , 4. 37 (2H, q, J = 
7. 8Hz) , 4. 85-5. 13 (2H, m) , 6. 64 (1H, d, J = 5 
. 6Hz), 7. 36-7. 46 (3 H, m) , 7. 84 (1H, d, J=8. 
4Hz), 8. 35 (1H, d, J = 5. 6Hz). 
[0 15 5] 

mmm* 1 
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^— 5> : 151/ 



Utl 2 0] 



ay* 



N=\ 



H 3 C-N 



H 3 C 0 




o 




4- [*nv [ [ (R) -2- [ [ [3-^;i/-4- (2, 2, 2 - 

X-f ^ yvr ;v- l - ^ ;v] # t ^ / ] ?*f-fr a - - h 

fimX* (h'J^nn^f;v) (o. 5 9 g) b 7t Kn7 9>»St (2 0 
mL) IC7K^T> fcfVv^ (0. 4 9mL) ©f >7t Kn75>j#f (lmL 
) SrSSTLfeo^T, 3 0^m ##M3 9 "Cftfeiifcxf^ 4- ( 
^^;vr^y) bttBfeft (l. 2 7 g) £«L£ 0 HJx- 

WT/ (0. 8 4mL) Ofh7tFn77>iI (lmL) *mT&, W. 

i&x-zmmmwLtzo m&ms&, (somD £jn;u 

(5 0mL) X-mmLtZo Ulif^l «r^0^m7K (5 0mL) 

OmL) KmMLtz 0 (R) - 2- [ [ [3-^^;V-4- (2, 2, 2-YV 
7)V%u3u h^r->) - 2 -try v^v] x^^^r— ;v] -lH-^/'X^f 

<rv*-)V (1. 2 6 g) > h jc^-;vt^ >• (0. 9 5mL)> 4-v^?-;V 

r^ev^v (MM*) £*&&dl, 6 0tt«#u; o mmmik, mm 

W^7k (5 OmL) fciDiU (5 OmL) -CttiaiL£o »xf;H 

£f&fn:£3&7jt (5 OmL) -e?5fe^, ^7K^m^^^v">A-e^L7t: 0 U.mm 



mUW 2003-3057270 



'^fcm 2003-04108 5 ^ ^- V I 152/ 

•9-^=1 : 2, »v»ti : ltW ^itCi *), WMVc&W (l- 

o 8 g) *Tt-feT^e;V7rx*c@#:t LT#7t 0 

iH-NMR (CDC 1 3) I 1. 31 (3H, t, J = 7. 2Hz), 1. 7 
3-1. 91 (4H, m) , 2. 23 (3H, s), 3. 01 (3H, b s) , 
3. 5 0-3. 6 2 (2H, m) , 4. 15-4. 22 (4H, m) , 4. 38 

(2H, q, J = 7. 8Hz), 4. 87-5. 13. (2 H, m) , 6. 64 ( 
1H, d, J = 5. 4Hz) , 7. 3 5- 7. 4 6 (3 H, m) , 7. 83 (1 
H, d, J = 7. 8Hz) , 8. 35 (1H, d, J = 5. 4Hz) . 

[0 15 6] 
H»U4 2 

m 1 2 1 ] 




0 



3- l*<f-fr [ [ (R) -2- [ [ [3-^^-4- (2, 2, 2- 

(h'^nn^f^) (0. 5 9 g) <?>-f h7t KD7 9>»« (2 0 
mL) iCTKitT. fc?V Z?> (0. 4 9mL) ©f h7tKn77>iI (lmL 
) *iTL/Cc tK^T. 3 0^im ##M4 4T'#f>tLfcJi^;V 3- ( 
^W57) 7*D^ ^-^-httfflKft (1. 1 8 g) ZmUnLtZo bV 
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xW5> (0. 8 4mL) «f ^7tFn77« (lmL) *MT&. 

mw?3mmnwLtz 0 msmm^ mMnK* (5 omu srunit. 

;V (5 0mL) •catBLfeo I£I!^^/Wifc«&ffl*tffclc (5 0mL) 

20mL) K&tfLfco (R) -2- [ [ [3-^;V-4- (2, 2, 2 - b 
V 7;HnxRi/) - 2 - 1? D /I/] -i,H-^>X 

-f^^V*-;V (1. 1 0 g) . h»Jxf;V7^ (0. 8 3mL) > 

gWfc* (5 0mL) ?rjjp^, gf-BftJ^/l' (5 0mL) tiffiU 0 ff=gfc.x?-;i/ 

m zMm-ktMjk ( 5 o m D x-mmk,. i&*mm-? ^>7A t fc 0 mje 

^Mf> = 1 : 2. iv>tl : K« J: «9 , UStt^tf (0 

. 88g) Zm&T^fryrXVmfet LX^fZo 

iH-NMR (CDC l 3) I 1. 29 (3H, t, J = 7. 2Hz) , 2. 1 
0-2. 20 (2H, m) , 2. 22 (3H, s) , 3. 02 (3H, bs) , 
3. 5 5-3. 7 7 (2 H, m) , 4. 14-4. 30 (4H, m) , 4. 37 
(2H, q , J = 7. 8Hz) , 4. 83-5. 13 (2H, m) , 6 . 6 4 ( 
1H, d, J = 5. 6Hz) , 7. 35-7. 46 (3,H, m) , 7. 82 (1 
H, d, J=8. 1Hz) , 8. 35 (1H, d, J = 5. 6Hz). 

[0157] 
Hifefll 4 3 
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mi 2 2] 




H 3 C 

3- |>^/l/ [ [ (R) -2- [ [ [3-^;V-4- (2, 2, 2 - Y V 7 

Rmtfx (l>ij^nn^f;i/) (l. 19g) Of >9tKn75V§t (4 0 
mL) ^tK^T> (0. 9 5mL) (0ff5b Kn7 7>M (2mL 

) £$jTL£ 0 zfc<£T., 3 0#m3B$m, #f«4 2T?# £*L/z3- 
5/) yn^ T^f-ftit (1. 9 0g) ^^nt/io bVxf;V7^ 
> (1. 6 8mL) ©f h7tKn77>Ii (2mL) fc^T^ ^S."e 3 

ra^t/co mzmmfe, m^m^ (1 o omD km*., i^m^^^ (1 o 

OmL) -CttffiLfCo I^^f-;W«*l&fP^7X (1 0 OmL) T^g-fU &7)C 
^m^^^v^AT^^LTCo MJEt*SL^ W^f^tFnyr/ (4 0 
mL) Wl^o (R) -2- [ [ i3-^^-)V-4- (2, 2, 2-F'J7 

(1. 9 9 g) , h'JiWr/ (1. 5 0mL) , 

^7jC (1 0 OmL) £#0;i, f^.x^;v (1 0 OmL) -efflffiL£ 0 WW.^)^ 

mzmnikm^ (1 o omD x-mmk, mymm^^^^^^x^mLfzo m 

^*y-y= i : 2, «v>ti : l-c&m) xm^-T&ztKS: *k tiMft-a^ ( 
1. 2 2g) ^ffeT^^yrXtSfrt LT#7t 0 



154/ 
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1H-NMR (CDCI3) : 1. 9 7 (3H, s), 2. 05-2. 15 (2 
H, m) , 2. 22 (3H, s) , 3. 03 (3H, bs) , 3. 42-3. 7 
2 (2H, m) , 4. 10-4. 22 (2H, m) , 4. 37 (2H, q, J = 
7. 8Hz) , 4. 85-5. 13 (2H, m) , 6. 64 (1H, d, J = 5 
. 6Hz) , 7. 2 4- 7. 4 4 (3H, m) , 7. 83 (1H, d, J=7. 
5Hz) , 8. 35 (1H, d, J = 5. 6Hz) . 
[0 15 8] 

mi 2 3] 



3- [>^;v [ [ (R) -2- [ [ [3-^;v-4- (2, 2, 

^SfefcfX ■ (HJ^nn^f;v) (0. 5 9 g) (Or- h 5t Kn7 5>It (2 0 
mL) ^7K<tT> fcfijv> (0. 4 9mL) <^ff7tFn77>M (lmL 
) ZmTLtzo tK^Ts 3 05>TOm^ ###!J4 6X^hfifz3- (^f^7 
^n/N°>-l, 2-vM;v y7-bf-h«I (1. 3 5 g) fc^Hb 
fc 0 h'Jif^75> (0. 84mL) Or f7 1 Kn77>il (lmL) & 
SSTlfe, MzaT-30tTO#t^o ^%^7fc (5 0mL) &#nx.> 

(5 0mL) "Cftflffi Ltz 0 ff^JL £ P (5 0mL) 




GH 3 0, 
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77> (2 0mL) KmmLtZo (R) -2- [ [ [3-^;V-4- (2, 2 
, 2-f'J7;vtnxf^y) -2-t°'jy;v] *;V7^r-;i/| -1H 



-y^W^f'J^^ CMC*) fc&inU 6 OVX^&MWLfZo ffl±m 
(5 0mL) Srinix., Sfc®tx^;v (5-OmL) fiffiL^e Sfc 
Bft.x?-/Wg (5 0mL) -Ctfe8M^ i^ilS^/^y^At^L 

^.;v : ^^ >=1 : 2> «v»ti : l-e^tb) j: ik sate 

(0. 6 4g) SrSf-fer^^r^HfrtUr^o 
1H-NMR (CDC 1 3) : 2. 05 (3H, s), 2. 13 (3H, s), 
2. 23 (3H, s) , 3. 07 (3H, bs) , 3. 4 2-3. 9 5 (2 H, 
m) , 4. 0 6-4. 4 3 (2H, m) , 4. 38 (2H, q, J = 7. 8Hz 
) , 4. 85-5. 05 (2H, m), 5. 42-5. 5 0 (1H, m), 6. 
6 3-6. 6 6 (1 H, m) , 7. 38-7. 51 (3H, m) , 7. 78-7 
. 8 5 (1H, m) , 8. 3 3-8. 3 6 (1 H, m) . 

[0 15 9] 
H»J4 5 
Htl2 4] 



*J^)\, 3- [*?-)V [ [ (R) -2- [ [ [3 A - (2, 2, 2 



-^-yXj 5^V-;v (1. 2 7g), >ijxf;v7ry (0. 96mL), 4 
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(h'J^nn^f;!/) (o. 5 9g) Of h9tKn75>»« (2 0 
mL) fcfltffrT^ (0. 4 9mL) ©fh5t Kn79>»« (lmL 

) ZffiTLtZo ?mr, 3 0 5MW«*N&, ##0J4 7-C#^tL7^^f ;v 3- 

(^f;v7 5/) Wv-i, 2-iM;v tr^*-#*- hittBI* (l. 7 
1 g) ZmilLtZo h'JxW^ (0. 8 4mL) <7)ff7tFn77^i 
ifc (lmL) *«IT^ Sa-C3B»Ma»Lfco MJEEfltlSflL SWftK* (5 0 
mL) SrJnx., l^fxf^ (5 OmL) "CHliffiL-fco ft*xf ;Wi&f£ftl:fe&7jc 

(5 0mL) "Ctfc^. &7MjSm^* v7A "C|£& L MiiU 
^f>7tKn77> (2 OmL) K$gJS¥Lfc 0 (R) -2- [ [ [3-^f-;v 
-4- (2, 2, 2->'J7^taxh^y) ;*f;v] *;V7 

-lH-^^5^/-;l/ (1. 5 3g) . f'Jxf;i/Tr/ (1. 
16mL) . 4-^W5/eiJy> Gtkttft) £$»U 6 0"Ct«I 
^L/Co (5 OmL) Z1mz., mfc^)V (5 OmL) 

•claim l^o wm.^ )vm*f&M j kM& (5 omD -c^^ mi&sm.*??* 

ZsyA-e&mLtZo ffi&mM&, i@tl^ltty V 7 A 7 d v t> ^7 

MHb£1fe (1. 42 g) ^7*^7 7^^^ LT#7t 0 
iH-NMR (CDC 1 3) . : 1. 28-1. 34 (6 H, m), 2. 22 (3 
H, s) , 3. 07 (3H, bs) , 3. 4 2-4. 6 0 (1 0 H, m) , 4. 
8 5-5. 0 8 (2H, m) , 5. 3 0-5. 4 2 (1 H, m) , 6. 62-6 
. 64 (1H, m) , 7. 37-7. 42 (3H, m) , 7. 80-7. 83 ( 
1H, m) , 8. 3 2-8. 3 5 (1 H, m) . 
[0 16 0] 

mmm4 6 
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rrfci 2 5] 




2- [ [ 15-* h*v-2- [ [ (4-* h*v-3, 5 2 - fcf 
'Jv;v) ^^-^] ^^^^f -lH-^r^^V [4, 5-b] f Vv^v- 1 

R&Vx (b'J^nn/f;v) (o. 194g) Of h7tKn77>M (7 
mL) HtK^T. fcfijv'V (0. 16 2mL) ©f >7tFn77>M ( 1 m 
L) SriTFLfco 7»T> 3 0^Flim 7 -C#S> fitz 2 - (^f;i/T 

^) x-**' 3-^nn^>>/x^h^ ( 0 . 5 0 g) =&^nL^ 0 YV 
(0. 2 7 9mL) f7^Kn77« (lmL) ZffiTik 

, m®-e2. 5B#^m#t/io ms.mm^ a 5mD £in;u & 

(5 0mL) Tfftffit/Co S^m^^^l&fP^Tfc (1 5mL) X~ffi 
Wik, ^TK^m^^^v^^-e^tTto MEItL, i»f h7tFD7 
7> ( 1 OmL) JC»#L^o #HPS6 3-146882 KfBffc^&T^ L 
/c5-^b^rv-2- [ [ (4-^h^>-3, 5 - *J * ?-)V- 2 - tf V 

X^7-f-;V] -lH-'f^y [4, 5-b] (0. 44 5 

g) , hU^^;VT5 > (0. 3 5 7mL) , 4-^W5y^'JW (0 

. o 1 2 g) **aniu 6 ot-ci 4mmmwL?z 0 m,&mm^ m^K* ( 

3 OmL) £#Dx.. (7 OmL) ^tUL^o W&k*-^ )VM 

^tX (2 OmL) X-mmk, m*mM^r*^V A«t/; 0 ttBE&&& £1 



^-v^I 158/ 
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x;v*7^-;v] -3H-^f5^/ [4, 5-b] tfV v>- 3 -4 )V] %\ 



® (0. 3 6 0 g) *ifeT ; eA'7T^ttB#iLt||fc, 
1H-NMR (CDC 1 3 ) :2. 21 (3H, s) , 2. 23 (3H, s) , 
3. 3 2, 3. 3 8 teff-3H, s) , 3. 72, 3. 74 (M3H, s) , 
3. 8 1, 3. 8 4 teff3H, s), 3. 92-4. 09 (2 H, m), 4. 
5 0-4. 7 3 (2 H, m) , 4. 87 (1H, d, J = 13. 4Hz) , 4. 
94 (1H, d, J = 1 3 . 4Hz) , 6. 7 7,6. 8 3 (^tlH, d, J 
= 8. 8Hz) . 7. 36 (1H, m) , 7. 52 (1H, m) , 7. 80-8 
. 03 (3H, m) , 8. 14, 8. 20 (^ftlH, s) . 
[0 16 1] 

[it 1 2 6 ] 



2- |>f;v [ [2- [ [ [3-*f;v-4- (2, 2, 2-h'J7Wnxf 

T^7] ^f;v T-fer- h 
RMtT^ (h V ^n^f^) (o. 5 8 2 g) Of h9HKn79>»* (2 
OmL) fcfltffrT, (0. 4 8 5mL) Ofb5k Kn79>»« (1 

mL) ZMTLtZo ?mT, 1 l$m&$3L 2 £ 2 - (^f;VT 
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r-bf-Uft (o. 9 2 2 g) fcifiiqLfco jot-jut 5 

> (0. 8 4mL) (7)fI«7tRD7 7^l (lmL) £7^Tf&. Mfflt?2. 
5B#WHt#L;fco «EE*»&, (4 0mL) fcijniU ftBtx.^A' (8 
OmL) "CflUfflL^o mSt^^m^maiC&^ (2 5mL) -CiJfe^, ^7K^ 
Ivny^A-CKjlLfc, ^JHfcBSL, «S»*f h9HKD79> (15m 
L) te&JULfco 2- [ [ [3-^^-;v-4- (2, 2, 2-HJ7;V:*n^h 

- 2 -fc? V v^u] j*^] ^;V7-f-;v] -iH-^>X^^r/-;v ( 

1. 1 0 g) > h'Jxf^T?^ (0. 8 4mL). 4 ^ y fcf 'j v 

> (0. 0 3 6 g) £»1U 6 0*C*C4. 5H#W;J£#L.fco **E«Jft& 559 

(4 OmL) st*^^ (8 omL) -emmvtio wm^^m 
*fm&&& (3 omD x*mm&. m^m^^^^^^nm^o n&m 

i : i> m^x2 : l-eiffi) -cflitii-vsc: tK x *k fflKft'&lfe (1. 1 8 g 

1 H-NMR (CDC 1 3) I 2. 10 (3 H, s ) , 2. 2 4 (3 H, s) , 
3. 09 (3H, bs), 3. 6 0-4. 0 0 (2 H, br), 4. 25-4. 
50 (2H, m), 4. 38 (2H, q, J = 7. 8 Hz) , 4: 84-5. 1 
8 (2H, m) , 6. 64 (1H, d, J = 5. 6Hz) , 7. 36-7. 48 
(3H, m) , 7. 85 (1H, d,J = 7. 8Hz) , 8. 35 (1H, d, 
J = 5. 6Hz) . 
[0162] 
8 
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Utl 2 7] 



00^ 



H 3 G 0 



A- 



F 



F F 




2- 0^;l/ [ [ (R) -2- [ [ [3-^^-4- (2, 2,. 2- 

(R) -2- [ [ [3-^;V-4- (2, 2, 2- MJ ^l^ttJch*^) - 
2 - fcfi; v^] ^ ^-;V] 4 - l H-^>X^ ^ ( 1 3 0 g 

) „ hijxW5> (63. 8mL) „ 4 ^-;UT ^ 7 W i?> (0. 8 
6 g) > 3 4 -e#7t 2 - [ (^nn*^-jv) U^;i/) r^y] j^?- 

;l/ jc^-;p ^-^-j, ( 84- g g ) Orh^tKny^^ (8 13mL) 
V#i££4 5- 5 0*CC1 8B#f«#L/io ^ft*«EEiij»Lfc^ 

(3 0 OmL) ^iJUx.. Mfcx.?-/i/ (7 0 OmL) ^itiiLfeo @f^^;Wl£ 
S^&StJc (3 0 OmL) -C3BI*»Lfc^ fc**8fcv$r**>*A (1 3 0 g 
) fcfettlft (1 3 g) *D\\z-tzo lfit3 Ofl*W«#Lfc&. lil^o Mf££ 
WEifetSL^, h VxfA'T? > (0. 4 9mL) ^trv^;V^ 

-t-;V (6 0 OmL) fc**U SEIIL/Co dO*feffc£ $ hK 2 Sift »>. ig L 
fco #e>*Lfe»«%«r > i;jc^T5 > (2. 45mL) *-£trx* y -/I' (2 
0 OmL) fc»tf>U **frT\ 7jt (1 2 OmL) fcjjTFLfco #ftti L/iJ»S*at 
JptU ■*ftLiz*-9S-A'-jk (fl^IJfcl : 1, 15 OmL) 3 0«si§»- U 

(17 2. 2 g) ^ifeSfti ltH/: 0 1 H- 
NMR (CD C 1 3 ) \*nifomi 4^%btltzik^tm—<D^V-Y*7FVti 
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o 

[0 16 3] 

HM$I4 9 
Wkl 2 8] 




0 

> 

H 3 C 

2-ih^yxf;V 2- [ [ (R) - 2- [ [ [3-^;V-4- ( 

2, 2, 2-b'j7;vtnxh^v) - 2 - fc: v ^f;i/| J^;v7^r^;v] 
- 1 H-^vX-f ^ *rv-n/- l ->Ov] r^y] ^f;v 

mM^^ (]>'j^DD^f;i/) (o. 43g) ©rh7iiKn77^I (20 
mL) fcaWfrT^ (0. 3 5mL) Of ^tFn77>i$ (lmL 

) SrjSTLfco #^T\ 1 0$HB*#&. #f«4 8-C#^tL/i2 b^rVJ. 

2- (^f^rs/) ^.f;v httBfett (o. 8 2 g) fc&Jn 

L£ 0 H;^f-;VT3> (0. 6 0mL) Of >7t Kn7 7>M (lmL) 
*r«T8U lS-C3B»Uo WBE$ft*&&. JWJftt:* (5 OmL) £2JDx. 
, tf=^o^;v (5 OmL) tililLt WBH^^Ji* 0. 2Ntf (2 OmL 
) , S^faJtm* (5 OmL) AT*H*Lfco *EE 

ftMU >9tKn7?V (2 OmL) KigtfLfco (R) -2- [ 

[ [3-^f;v-4- (2, 2, 2-h';7;i/*njLh3rv) -2-tf;v;v] 
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^-v>: 163/ 



x;i/"7^f^;v] -lH-^>X^f^r/-;v (l. 1 1 g) . 
;VT^> (0. 6 3mL) , 4 - f;V7 5 J fcTV v > (0. 0 3 7 g) « 

sou 6 or-eeutr^ ii-ei i^m#L7to MffiMm. (5 
OmD Zin*-, (5 0mD -ea&tBL/io Ifcm^^it £3&fo:fc!& 

(5 0mL) -cife^, &7kmm.^r* : yv&x*i&mutzo ffij±mm&, 

7> ^Ti^m^^^ : ^^r-9->=7 : 3-e^m) t k x *k &g| 

^® (1. 3 9 g) S:ffer^77^@#t LXmzo 
1H-NMR (CDC 1 3 ) : 1. 19 (3H, t, J=6. 9Hz), 2. 2 
3 (3H, s) , 3. 09 (3H, b s) , 3. 4 0-4. 2 0 (2H, br) 
, 3. 53 (2H, q, J=6. 9Hz) , 3. 6 3 -3. 6 9 (2 H, m) , 
4. 2 7-4. 3 4 (2H, m) , 4. 39 (2H, q, J = 7. 8Hz) , 4 
. 47 (2H, m) , 4. 8 0-5. 2 0 (2H, m) , 6. 65 (1H, d, 
J = 5. 6Hz) , 7. 3 0- 7. 5 2 (3 H, m) , 7. 84 (1H, d, J 
= 7. 5Hz), 8. 35 (1H, d, J = 5. 6Hz). 
[0 16 4] 

mmm 5 0 
ut 1 2 9 ] 




0 
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3-^ h*v;/nkf;l/ 2- [ [ (R) -2- [ [ [3-^^;V-4- 

(2, 2, 2-f'j7;vtnxh^y) ^;v7^-;v 

(f'J^nn^f^) (o. 5 3 g) (7)f h7t Kn7 9>»« (2 0 
mL) fcfltffrT* fcfi;v> (0. 4 4mL) (Df >7t Kn7r/i$ (lmL 
) ZffiTLtzo tK^T> 5^m#t^ ##M4 9 "Cft tut 3 - * f^>7*n 
2- (^f^T^) *-sJ?*-bafflfttt (0. 8 2g) *«gjD 

L£o f'Jxf;VTr/ (0. 7 5mL) <50x > yt F0 7 7>M ( 1 mL) 
**T&, MS-eiB#TO#L7^o MJ±Mtt> (5 OmL) £*DX- 

, XmjLTfr (5 OmL) -CttaJtfco ftSlx^A'JtfcO. 2Ntf (2 OmL 
) > l&ftfcffi*. (5 OmL) -easa^ fc2K««^*V*A^*£JiLfco ^ffi 
jliU SS^f H7tKn77> (2 OmL) KmBL?z 0 (R) -2- [ 
[ [3-^'f-;V-4- (2, 2, 2-h'J7^nx>^y) -2-t'ijy>] 
*<f-)V\ W7 4—)V\ -lH-^VX^f^r/-^ (1. 1 1 g) > 
;VT^>(0. 6 3mL) . 4-^W5 7 tf V >- (0. 0 3 7 g) « 
*DL, 6 0rT«6Bf». MT?6WfW«^Lfco WE«M)&&. (5 0 

mL) ^rin£> g^m^^;V (5 OmL) TiSiffiLfco SW^/WJSfcl&sftl&ffiac 

(5 OmL) x-mmk. mfrmk^r* s! svj*'c&teLito mmmmn, nmm 

frfcttAflrt-fctUcjiK (0. 7 0 g) LT#fc e 

1H-NMR (CDC 1 3 ) : U 94 (2H, quintet, J=6. 2H 
z) , 2. 23 (3H, s) , 3. 09 (3H, bs) , 3. 31 (3H, s) 
, 3. 4 0-4. 2 0 (2 H, br) , 3. 44 (2H, t, J = 6. 2Hz) 
, 4. 25 (2H, t, J = 6. 5Hz) , 4. 38. (2H, q, J = 7. 8H • 
z) , 4. 44 (2H, m) , 4. 8 0-5. 2 0 (2 H, m) , 6. 64 (1 
H, d, J = 5. 6Hz) , 7. 3 5-7. 4 8 (3H, m) , 7. 83 (1H 
, d, J = 7. 8Hz) , 8. 34 (1H, d, J = 5. 6Hz) . 
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[0 16 5] 

%mm 5 1 

[it 1 3 o ] 




H 3 C-N n 



CH 3 

2- [*f-JU [ [ (R) -2- [ [ l3-*?-)V-4- (2, 2, 2-h 1 j7;V 

y-;v-i — f ;v]. r^y] n, N-y^f;^'jy^- 

##M5 OT#P>tL7 ,t c2- (^^-;VT^y) N, N-v'^WJy^ 

- h Zt^t ( 1 . 0 6 g) *f h5KKn75> (4 0mL) fciD*.T U* & 
<»#L.fc&, ^m^'X (Mj^ntMf;v) (0. 7 7 g) £2JD;L/co tK^L 

hVxf^rr/ (2. 1 7mL) <T>T \>=7\L Kn7 9>»« (5mL) 
*«TU Mfi^3l$ffl«#L.fco *fffi LfcHfrfcttBU Lfc&, Stxf;v (8 
OmL) «riDx., M LfcjfcHfefc*'*- h V -7 A^c»«[ (5 0mL) , ffcfQ^Tfc 
(5 0mLX2) TiftifKIU todcflSfc*^* S"> Lfco WEEjftflSU ft 
«f h7tKn77> (2 OmL) KigfllLfco (R) -2- [ [ [3-^ 
f;l/-4- (2, 2, 2-bV7;VtOxf^y) _ 2 - tf 'J v^V] ^f;V] * 
^7-fx;v] -1H-^>X^^V-;1/ (1. llg), H;.x*-;vt 5 ^ ( 
0. 6 3mL) . 4-^^f;l/T^y fcfy (0. 0 3 7 g) Sr^DL> 6 0 

rT*6.NFra, mat?3 Bw«#L/io 4-^f;v75ye'j^> <o. 037 



i-*J\ 165/ 
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^-v: 166/ 



j- V W &7kmU (5 0mL) miix-^fr (5 0mL) -CttffiLfco S£ 

m^^m^mM-kMfo (somD xmm&. M*mm^y*^y&x&ML 
i : i9«m) xmwkLtzo ^^^^-T-^h^^t-r^ztKx^)^ m 

mit&m (0. 4 1 g) llfe@fttLt#/; 0 

1H-NMR (CDC 1 3) I 2. 23 (3H, s), 2. 35 (6H, s), 
3. 08 (3H, bs), 3.21 (2H, s), 3. 50-4. 20 (2 H, 
br) , 4. 3 8 (2H, q, J = 7. 8 Hz) , 4. 4 4 (2H, m) , 4, 
80-5. 18 (2H, m) , 6. 64 (1H, d, J = 5. 6Hz) , 7. 3 
6-7. 48 (3H, m) , 7. 84 (1H, d, J=6. 9Hz) , 8. 35 
(1 H, d, J =5. 6 Hz) . 
[0 16 6] 

mmm 5 2 

Mb 1 3 1 ] 



S-[2- [ [ (R) -2- [ [ [3-^;V-4- (2, 2, 2 - b 

###0 5 1 T^#^tLfcS-[2 - Uf^75 7) «x*-;i/] ^^T-tT--bmm 
(0. 75g) if h5KKn75V (30mL) Kinx.T Ufb < «#Lfc 
jfcflfce* (f'J^nn^f^)' (o. 6 6 g) ijp^^o tK^L^, Mj 
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^12 0 0 3-0 4 1 0 8 5 ^ ^-v : 167/ 

X W5> (1. 8 5mL) (Drh7t Kn7 9>«f» (1 OmL) ZMTL 

, 7k.^T-e3 o^ra. m*a-c3 o^mmwLtz 0 %r&Ltzmfc*mmu mmz 

Wm^f-J^ (5 OmL) ZtiUz., XftLfcO. 2Nti (2 OmL) „ fefflfttft 

(5 OmL) ^x^^^^v^A-e^tT^o m&mmu 

^tf7tKn77> (2 OmL) fc»J*Lfco (R) -2- [ [ [3-*^ 
;i/-4_ (2, 2, 2- h U 7jls*usc h*z/) -2-fcf';^;l/| X)V 
74-)\,l -lH-^X^f^y-;V (0.. 9 6 g) , hV^)VT$> (0 
. 5 4mL) , 4-^W^tf>Jj;> (0. 0 3 2 g) Sri^DU 6 0V 

xemm, m&x*m®mwL?z 0 mj±mm&, mwiK*. (5 omD ^an*. 
„ i^m^^^ (5 omD ^tomLjzo.wm^rnsmtmifti&fr (somD 

*t>=7:3t«) IK Mft«* (1. 1 9 g) £igr 

1H-NMR (CDC 1 3) : 2. 2 3 (3H, s) , 2. 3 4 (3H, s) , 
3. 10 (3H, b s) , 3. 22 (2H, t, J = 6. 6 Hz) , 3. 67 ( 
2H, m) , 4. 38 (2H, q, J = 7. 8Hz) , 4. 8 0-5. 2 0 (2 
H, m) , 6. 64 (1H, d, J = 5. 7Hz) , 7. 3 5-7. 5 0 (3H 
, m) , 7. 83 (1H, d, J = 6. 9Hz) , 8. 35 ( 1 H, d, J = 5 
. 7Hz) . 

[0 16 7] 
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